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(57) Abstract 

Compounds represented by general formula (I), nontoxic salts thereof or hydrates of the same; and peroxisome proliferator-activated 
receptor regulating agents containing the same as the active ingredient, wherein each symbol is as defined in the specification. Because of 
having an effect of regulating PPAR receptor, the compounds of the general formula (I) are useful as hypoglycemic agents, lipid-lowering 
agents, preventives and/or remedies for diseases associating metabolic errors (diabetes, obesity, syndrome X, hypercholesterolemia, 
hyperlipoproteinemia, etc.), hyperlipemia, arteriosclerosis, hypertension, circulatory diseases, overeating, ischemic heart diseases, etc., HDL 
cholesterol-elevating agents, LDL cholesterol and/or VLDL cholesterol-lowering agents and drugs for relieving risk factors of diabetes or 
syndrome X. 
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*7h^5 7<f-£fcttife»K #fe B B a^O^tcJ;0^1-ait^-C§^o fit 
10 h 'Jxf;V7 5 *^JW7$>^ ^W?>, v^n^>^;i/ 

25 Hfta (i) t/T$^^$^M^P p a R^M^tt^tt ^ >: 

PPAR a 7^-* hm&. PPAR/7^-^ hflHtiJ J: VP PAR § 
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1) khPPARa, 7 ttz\±8%®W*m^tz)Wy7 3,7— t7-;t^M 

>^y>4rt— fe* (TK) ^n^-^-iET^v7x7- tf»f£?-3&S£ 
9 — t Lt, PicaGene Basic Vector2 (ig.fq£, 3B£-f > 3rtt, * 9 n ^ No. 
309-04821) ^h^yy^y-^mTtMB^W^tiiL, TKyn^-^-^t 
OpTK/9 (^n^f-y ^f±, #*n^No. 6179-1) frb£^WL'h<D7v*- 
10 ^-»UTK7n^-^- (-105/+51) »0^v7x7- tfjftis 
f»^^-pTK-Luc. £ffr&L£„ TKyn^-^-±Wf <o 

>«9— BE?"J£J$ At, 4 XU A S-TK - Luc. £fitf£U P**-*-itf£ 

15 m^m^rl : Ga 1 4 g6J£gl^j|£0&L£i>/^-9--@BFlJ 
5'-T(CGACGGAGTACTGTCCTCCG)x4 AGCT-3' 
m®G a I 4®S^)DNAig'^^*;U**^v«««rt$##t h P 

PAR a, 7 ^^(±<J^WOU^>K^^^Ii!^$-lt7t^^7$WS 
&£3&g-f ^-^JBLTOi ? Kf1U£L£o PicaGene Basic Vector 

20 2 (ig&fc, jjCEM^tt, #*n^ No. 309-04821) Zg&Sm^t 9 - h L 
t7ot-^ -^>^>-9— ^(i^-^iJ ic, 

G a 1 4®SODNA|g-^^ l#g^*> 1 4 7#@ £ T*OT 5 /&E?"J 
K-fiDNATEiCt bPPAR a, 7 £ £l±£#&0 V K«f^« 
25 i£ £ 3 - Kf * D N A U - A 7 J; 9 \z L T , PicaGene Basic Vector 2 
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Klg^JftOT $ S V - 4 0 T-antigenfi^O^ff i'^JK 

Al aProLysLysLysArgLysVa lGly (Efl|#^-2 ) * 

5 x>7iLt> r/y^i^fCAY^^f-Vxeh-r, TyrPro 
TyrAspValProAspTyrAl a (E#l#-^3 ) t^lR^jhn K 

t FPPAR a, 7 Sfctt * »fltf>y Ktt^«*fc LTfflv»fc*$&at 
ittUfrli, R.Mukherjee^> (J. Steroid Biochem. Molec. Biol., 51, 157 (1994)#BB) , 
10 M E. Green h (Gene Expression., 4, 281 (1995)#M) > A. Elbrecht«b (Biochem 
Biophys. Res. Commun., 224, 431 (1996) #ii £ ti A. Schmidt £ ( MoL 
Endocrinology., 6., 1634 (1992)#8B) £s2fc£futfc h PPAR$#MM|c 

t r-PPARa 9 5!rvKe^«: S e r«"-Ty 

15 H hPPAR7 'J K*te«i* : S e ri?6_Ty r*™ 
thPPAR^'jr/ Kfir&fcJ* I S e r >39-T y r44i 

(t h P P AR7 1$##. h P P AR7 2^W-CI±S e r 204-T y r 506 
fcfflSU ^ < R| C«U6E3WC* * o ) *3-K?-*DNA*ttfflLfco 
a^^fctft f^<, PPAR'jr/ K«f£-«tt*&£ L 

20 itGa 145fiODNAfi^«*, 1 #B tf»<b 1 4 7#i £T«>7 S J KKfll 

2) libPPARff, 7 J^IU^Mfflv>^v7x7-^7-;-fe'f 

y n at^>f - $r>Hg jfc ( DM E M) K^MlIM* (GIBCO BRLtt, * 9 u 
25 ^ No. 26140-061) 1 0 % -5 <t KHUN U $ ^ 50U/ 
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m l 0)s<-i/i)>Gt5 0 fx g/m 1 <D%^ h V7\ -? J i/>imz.tzt&i& 

VX-t-^m-. G a 1 4 -PPARf&S^**-OMDNA£}t±M 
n^XtZ ^7 , ^7x^y 3 >fc|RU mM*¥$>l 0 cm dishK2 X 

5 1 06cells&®L-Cj3£, Jfllft?r-^i^V^r— 11^^=2: JfeL^m. TO 
ifel 0ml Zmttzo HF-^-ittg^l Opg, G a 1 4 — PPARM^ 
* ? -0.5;* g fcUpofectAMINE GIBCOBRLtt, ft * a if No. 18324- 

012) 5 0^ I £ J: < m\ U ±Ifi^#dishtC^ljp L£ 0 37 "CT^S* 5-6 
B#Ktfw*?\ 10ml ^»«iBMl7t (GffiCOBRLft, # * n ^ No. 26300-061) 

10 2 0%£^-tfigife£llDx.£o 3 7 *C*C— Bft^^ L tzflks mM* hV^y^I 
ICt oT fr&Zt. 8000cells/ 10 0ml DMEM- 1 0 %^IfiLff/well<7>#81 

'&mv2femmz&b*%mit&to(ODMEM- 1 o%;i#rifiL«Mi o o 

^ I ZmmifZo 3 7X^4 2IW&#U ^C|ot;P 
15 zsy^y— m&ZMfcL?Zo 

PPAR « T=f-* hffittKWLTti, PPAR a ^Lttlt:^y7x 

7 — Vfflttvm'gimmfrC £ ^ItmBSJb^* A"*tf- 4 9 V > (Eur. J. 
Biochem., 232, 242 (1996) ; Genes & Development., 10, 974 (1996)#M) 1 0 fi 

20 nm&*U2 1 tc^Lfco 

PPAR77^-7 htS&KHtlLTtt, PPAR/ tCWLT^jtJC;Uv7 i 

b n $ry * y*> (CelL, S3, 863 (1995), Endocrinology., 137, 4189 
(1996)£ <fc V s ]. Med. Chem., 22, 665 (1996)#J$) 1 0 M M^MW<D)V v 7i7- 

25 -iffettt l.ot ttz t^<D^mit^m.0fx Mmmvmm&zm 2 2 \,zm 

Ltzo 

PPAR 5 hftttKMLTli, &vn#&<a<fc£i&l)n L 
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1 


PPAR«T=f- 










2. 1 


%nm (5) 


0. 8 


IIM2 (1 1) 


3. 2 


•mm2 (12) 


1. 7 


^2 2 


P P A R y 7 3 : 








^Jfe^J2 (12) 


1. 4 
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IE2 3 

P P A R 5 7^-7, hfe®. 





mm (hm) 

0 1.0 10.0 


%1foM2 (2 2) 

mmm2 (93) 
mmme 


1.0 9.3 6 6.7 1 
1.0 3 6.1 5 4.7 
1.0 11.9 6 1.6 



itttKKAy/TaV** ( 1 ^ 7 E) £ 7MB (#S:3 5 - 4 0 g) ® 

^ra^a (ob) , m~ mmmzv^mn (mj k (to 

11) Kgo*< f^t£*rfcv\ SB <fc •) 2 Bfla> *H^k^*0.03% (w/w) 
^•tfS^k ib<tit*i^OiomtLfco I§IW3 Bg<7>13:00iC$&fiL£ 

10 > ho-^i (&*$**<?>*) > *S&M#i78 (0.03%tt^«^tf&*^&) 



£2 4 





JflUHI (mg/dl) TGit (mg/dl) 
3B 3B 


3 > h n — )V 

■mm 2(12) 

M38.9mg/kg/day 


495±35 558±107 
214±19* 221 ±66* 



* : p<0.01 vs 3 > h n - )l (1 P7E) 
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8t1£ S D 7 v h ( 1 m 7 E) £ 6 iim-CAM, v > ^/U* - vKT, 1 il 

Hffc^MSH (0 0) 9:00KMflfr^ftlfcU fltf, JtL*fltSC (h'J^U 
5 -fe'J K (TG) 11) , jSSUItlteK (NEFA) , ^l^7fn-jl/ (TC) fit 
KJ:«tWfr»t*fT*v\ ^^^-^-OlWISSt^lRKLfc. SB, 17:00 
«H^b^©*0.5%*;W»K^'>^f-A/-fe;Pn~x (CMC) *»«»CT?SjS? 
ft, ignS-S-U |S)II#IC^d>XxD-;^ (^^-;ux>;^*-tt, CRF-1&* 

10 fcftLfco 

(TG, NEFA, ICm *m%Ltz 0 »*t|E2 5i:it. *S&W 
10mgX3/kg /dayC£P#§-*fTfc o tz 0 % fc, 3 > 

15 v^iiEto^ti^^o7t 0 



&2 5 





TCffi TGil NEFAffi 
(mg/dl) (mg/dl) (nEq/l) 


%mM2 (1 2) 


188±5 147±9 489±66 
70±5** 100±14* 178±14** 



* : p<0.05 vs3>hn-jl/ (1i£7E) 

* : p<0.01 vs3>fo-;v (l$f7E) 



KKAy/Ta-7 ^7 X \Z& It SAL*!* & J&SS&TfltfB l±«R*f^lSJj|jlll^O 
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5 DM] 

LDLn^fD-^i^/iJtliVLDLni/^fo-fl/OiM 
ftfc©;^»tt#fcPPAR a 73*-* hflsffiiSJaVS/cttP PAR 7 7 =f 

skm, WiMMit&s swum, ffim&%m&. JstsfcfKii xv/ttzttm 

mis HDL^^fD-^m LDL 3U*ro-;l/i3J:U f /i7t{± 
VLDL3i/Xrn-J^m * LTim«ME&R*MHI * 

tL<bOTK»f±PPAR 5 7^-^ hfWflfc^LTV***:*, HDL3l/7f 
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mm 

10 fcli#&PO^-C£#S*l*o 

&-5-sii> &ttm. 9ikTm®miz£i)m% 

tf&A—A&t: *) ^ lii:o|, 1 mg^ib 1000m gO|6a-C, 
1 S lHjHbtt@«n«43*i4*\ *fcl±*A-A*;fc»K o.l 
mg*^10 0mg^lt\ 1 Bl@*fc&B*gPft# (8FSL<tt, & 

;UD-X, f>7>^) » sBr^jW (fc Kn^v7Dkf;i/-b;un-7. % tf'Jfcf- 
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^Pttsiffl yr&ts^ 7W7*>m) *tm&$n. tscaoT 
mm. mmim. %\m. vmm. mmi mm. wmnm*&% 

20 5 ^6£, 7^^5r/«, #'J V)^~h 8 0 (Sfti&g) #) , ftftflttk 

tz immm txmm ? h z. t *> -c § * „ 

St*#*, «fttJ:0»*S*i*^ffl«SH, lfc*»J, (guau 
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M<omwjmum*.\zymmft% imzm «kraf&3,095,355 ^kwi 

NMR^TOK^S tlX v»« * y a rtojgpjRtt, M£fc*UB Lfc»&*;js L T 

15 mm 

3 h*v* h^i/^XT^-m K 



0 




20 3 -.is KD^r5/^>X7Jl/f H K (2 0g) , ^nn^ f;Mf ;i/x-f;i/ 
(25ml) &£TfV4V"fu \L)Vx-1-)\,T \y ( 1 1 4 m 1 ) OthykK 
uyyv (300ml) »**f[ia»CT l!fe}B#L£o 
tax, ftKxf-^-cttmLfco ttmi£*t&*fljfe$7ki£^ h V * -Mc&iBu 

25 9*i'>'J*W7A?07f/57-f - (aH>:SKW=2 5: 
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i) -cawu ruto&m *%-tz> mmit&to (2 3 g ) 

TLC:Rf 0.65 (^*^> : &®j-^)i<=z : d; 

NMR (CDC1 3 ) : S 9.98 (s, 1H), 7.42-7.56 (m, 3H), 7.30 (m, 1H), 5.24 (s, 2H), 
3.50 (s, 3H)o 

5 

3-^ h*v^ h4rv^>v;i/7;W3-;i/ 




10 

TfcfHfcT^-^A 'Jf >)A (690mg) h7tFD77> (60 

mi) mmm^^mitm&Ltzit&m o.og) ©fhnKn7 7 > 

(4 0ml) £fi-C3 053f.3«£#L£o RM£-?£}£Kfi&;«$ 

15 U;, iSl^y 'J * y ^ A 7 A ^ 07 l> / 7 7 - (^*-9->:&$ 

x*iu«3 : 1) -effimu Tms&MZ%-tzmmik&® (2.5 g) ^t#/co 

TLC:Rf 0.39 (^-9- > : 3 : 1); 

NMR (CDCI3) : 8 7.25 (t, J = 7.5 Hz, 1H), 7. 10-6.95 (m, 3H), 5.20 (s, 2H), 4.70 
(d, J = 6 Hz, 2H), 3.50 (s, 3H), 1.75 (t, J = 6 Hz, 1H) 0 

20 
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2 -C«at L fcffcdlfe (2.48 g ) £ <fc 0? h V 7 x - /I/* * 7 > (4.64 g ) 

(D&it^f-vy (i 50ml) ®mm$kimm (7.34 g ) tm*., mmxzo 
»f^=5 : 1) vmui, TU®&m%tz>mmfc&® (4.4i g ) 

TLC:Rf 0.71(^^r^> :g^K^-^^=2 II); 
10 NMR (CDCI3) : 5 7.25 (t, J = 7.5 Hz, 1H), 7. 10-6.95 (m, 3H), 5.20 (s, 2H), 4.45 
(s, 2H), 3.50 (s, 3H) 0 

15 




&%M3-?m&lMt&® (4.41g) , ft/'j3-^f;|, (1.5ml) , 
ik&iJ (2.45 g) jS-fctfa-Mt* V^A (2 5 Omg) <7>7-teh-f* 

20 (5 0ml) Mtt*3ttn»%L&« RJfcE£»fc*%»U *&£j|i&aL 

5 : 1)T»«U TfB»tefc*#+*S«ft£& (2.81 g) £#fco 
TLC:Rf 0.57(^4r-9"> I gt=$a^;l/= 2 II); 

NMR (GDQ 3 ) : 8 7.25 (t, J = 7.5 Hz, 1H), 7.05-6.90 (m, 3H), 5.20 (s, 2H), 3.80 
25 (s, 2H), 3.75 (s, 3H), 3.50 (s, 3H), 3.10 (s, 2H) 0 
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2- (3-tKn^ry7x-WfW) Wl^f*i^f* 



##094-?§gi£L7t<ffc-&* (2.8ig) (2 0ml)^i:4N- 

»ytn>ll (11ml) £tra;U gfi-C3 O^m^L^o 

5 : 1) "CjjtSSlU TlB»tttt*^rt**»k#« (2.16g) 

/Co 

TLC:Rf 0.45(^^-9-^ : ffi^^^= 2 : l); 

NMR (CDC1 3 ) : S 7.20 (t, J = 7.5 Hz, 1H), 6.90 (d, J = 7.5 Hz, 1H), 6.85 (d, J = 2 
Hz, 1H), 6.75 (dd, J = 7.5, 2 Hz, 1H), 5.05 (s, 1H), 3.80 (s, 2H), 3.75 (s, 3H), 3.10 
(s, 2H) 0 

mm 1 

2- (3- (4- U-^f-^x-ZU) f-7 , /-^-2-^MF*y) 7 




HaC 
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##«5-C«acL^t^» (0.30 g) *ttft^f-U> (1 0ml) fcfc#U 
2 -fc Kn*v^;i/-4 - (4->Wi-^) fT7-^ (0.34g) j3<fc 
^f'j7x-;^7^> (0.44g) £fiox.T, .£fi-C5#H&#Lfco RISE 
5 -&»ft»Cl, 1* -TV*Jit*#-* 9 J\£'V)V> (0.56g) 5r»PxT, MiS"? 

i*&«#Lfc. m&w&mwLKVx-m'z--' r **anx., 

- (^*«9->:»»xf-A/=i o : l) -ctfiL, TfB»ttffi*^r-r**»w 

10 *fc<&» (0.51 g) 

TLC :Rf 0.56(^^r-9-> : ^Jif-;U=3 II); 

NMR (CDC1 3 ) : £ 7.79 (d, J = 8.2 Hz, 2H), 7.44 (s, 1H), 7.22-7.30 (m, 3H), 
6.91-7.05 (m, 3H), 5.42 (s, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.39 (s, 3H) e 

is mmi (i) ^mm u 3 tj 

;l/ _ 4 _ (4-^f^ 7x -;i / ) f7y-^J Jttiffi^l-^flit^fflV^T, 

20 ggflfcflill (1) 

6- (3- (4- (4-^Wxz;V) ^7 V-*- 2 -4 h 7 
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H 3 C 




CH 3 



TLC: Rf 0.75 (^*^ : »f^= 2 I 1); 

NMR (CDa 3 ) : S 7.48-7.66 (2H,m), 7.43 (1H, s), 7.28-7.10 (3H, m), 6.88-6.72 
5 (3H, m), 5.41 (2H, s), 3.66 (3H, s), 2.59 (2H, t, J=8.0Hz), 2.39 (3H, s), 2.30 (2H, t, 
J=7.5Hz), 1.74-1.46 (4H, m), 1.45-1.16 (2H, m)o 

mm (?) 

10 



TLC : Rf 0.57 (^^-9- > : gfc$x-f;l/=4 : 1); 
15 NMR (CDC1 3 ) : S 7.30-7.62 (m, 9H), 7.20 (m, 1H), 6.77-6.83 (m, 3H), 5.08 (s, 

2H), 3.64 (s, 3H), 2.60 (t, J = 6.8 Hz, 2H), 2.32 (t, J = 6.8 Hz, 2H), 1.59-1.66 (m, 
4H) 0 




WO 99/46232 



PCT/JP99/01134 



4- (3 - (lf7i-;i/-4 -A )\<* h*v) 7x-Jl/) 7* • ;* 




TLC :Rf 0.65 I ttRxf-A/=3 II); 

NMR (CDC1 3 ) : <J 7.57-7.64 (m, 4H), 7.31-7.53 (m, 5H), 7.22 (m, 1H), 6.78-6.87 
(m, 3H), 5.09 (s, 2H), 3.66 (s, 3H), 2.64 (t, J = 7.5 Hz, 2H), 2.33 (t, J = 7.5 Hz, 2H), 
1.96 (tt,J = 7.5, 7.5Hz,2H) 0 

4- (3- (4- (4 -tJ-fryjL-fr) f7V-^-2 -4*/* h^v) 7 



15 




TLC:Rf 0.59 (^3r^> : ft^xf;i/=3 ; 1); 

NMR (CDCI3) : S 7.79 (d, J = 8.0 Hz, 2H), 7.44 (s, 1H), 7. 18-7.26 (m, 3H), 6.81- 
6.87 (m, 3H), 5.41 (s, 2H), 3.66 (s, 3H), 2.64 (t, J = 7.5 Hz, 2H), 2.39 (s, 3H), 2.33 
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(t, J m 7.5 Hz, 2H), 1.95 (tt, J = 7.5, 7.5 Hz, 2H) G 
(5) 

4- (3- (2- (5-^f^-2-7x-;l/tW-;l'-4-^^) x h 




TLC:Rf 0.39(^^r"9*> : ft^f-^=3 : 1); 
10 NMR (CDC1 3 ) : d 7.98 (m, 2H), 7.38-7.46 (m, 3H), 7.17 (m, 1H), 6.72-6.77 (m, 
3H), 4.23 (t, J = 7.0 Hz, 2H), 3.66 (s, 3H), 2.98 (t, J = 7.0 Hz, 2H), 2.60 (t, J = 7.5 
Hz, 2H), 2.38 (s, 3H), 2.32 (t, J ■ 7.5 Hz, 2H), 1.93 (tt, J = 7.5, 7.5 Hz, 2H) C 

15 6- (3- (2- (5-^fJl/-2-7x^W-^-4-^l') Jt h 
+ y) 7i-^) ^t'/K-^f^/xxf^ 




20 TLC : Rf 0.51 (^4r"9"> I ft|xf^/= 3 : 1); 

NMR (CDC1 3 ) : 6 8.04-7.92 (2H,m), 7.50-7.36 (3H, m), 7.16 (1H, t, J=8.0Hz), 
6.80-6.60 (3H, m), 4.23 (2H, t, J=7.0Hz), 3.65 (3H, s), 2.98 (2H, t, J=7.0Hz), 2.56 
(2H, t, J=7.5Hz), 2.38 (3H, s), 2.29 (2H, t, J=7.0Hz), 1.75-1.52 (4H, m), 1.44-1.26 
(2H, m) 0 
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O 




TLC : Rf 0i8(^t^:*Rxf^5 II); 

NMR (CDC1 3 ) : S 8.03-7.94 (2H,m), 7.49-7.36 (3H, m), 7.23-7. 12 (1H, m), 6.78- 
10 6.68 (3H, m), 4.23 (2H, t, J=7.0Hz), 3.65 (3H, s), 2.98 (2H, t, J=7.0Hz), 2.64-2.52 
(2H, m), 2.38 (3H, s), 2.38-2.26 (2H, m), 1.75-1.58 (4H, m) c 

2- (3- (3- (lf7x-Jl/-4-'f;Mh^i') 7i-JV) 7"ne;Pft) 
15 ftK^f^W 




TLC:Rf 0.73(^^r-9"^ ! ^xf-;i/=2 : 1); 
20 NMR(CDa 3 ): $ 7.57-7.64 (m, 4H), 7.31-7.53 (m, 5H), 7.22 (dd, J = 9.0, 7.6 Hz, 

1H), 6.79-6.86 (m, 3H), 5.10 (s, 2H), 3.72 (s, 3H), 3.23 (s, 2H), 2.71 (t, J = 7.4 Hz, 
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2H), 2.65 (t, J = 7.4 Hz, 2H), 1.93 (tt, J = 7.4, 7.4 Hz, 2H) C 

m m I (9) 

2- (3- (3- (4- fry-Jl/-2-'f;Mh^ 



TLC : Rf 0.68(^^r-9-> I TO^f-;V=2 II); 
10 NMR (CDC1 3 ) : 5 7.79 (d, J = 8.0 Hz, 2H), 7.44 (s, 1H), 7. 18-7.26 (m, 3H), 6.82- 
6.88 (m, 3H), 5.41 (s, 2H), 3.72 (s, 3H), 3.22 (s, 2H), 2.71 (t, J = 7.5 Hz, 2H), 2.64 
(t, J = 7.5 Hz, 2H), 2.39 (s, 3H), 1.92 (tt, J = 7.5, 7.5 Hz, 2H) Q 

mm U 0) 

15 6- (2- (2- (5-^f^-2-7x^W-;l'-4-'f;l') 



H 3 C 




CH 3 
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TLC : Rf 0.51 (^-fr > *. gj=gg.x^;i/= 5 ! 1 ) I 

NMR (CDa 3 ) : d 7.95-8.00 (m, 2H), 7.40-7.45 (m, 3H), 7.02-7. 17 (m, 2H), 6. 81- 
6.89 (m, 2H), 4.25 (t, J = 6.4 Hz, 2H), 3.65 (s, 3H), 2.99 (t, J = 6.4 Hz, 2H), 2.56 (t, 
J o 7.8 Hz, 2H), 2.38 (s, 3H), 2.26 (t, J = 7.8 Hz, 2H), 1.46-1.76 (m, 4H), 1.22-1.45 
(m, 2H) 0 

mm (i u 

2- (3- (e7i-^-4-'fWh^y) 7x-JMf-/U*-*) m&- * 




TLC:Rf 0.56 (^^V : ft»xf-^=3 II); 

NMR (CDa 3 ) : 8 7.57-7.63 (m, 4H), 7.34-7.52 (m, 5H), 7.24 (dd, J = 8.1, 7.7 Hz, 
1H), 6.87-7.00 (m, 3H), 5.10 (s, 2H), 3.80 (s, 2H), 3.71 (s, 3H), 3.07 (s, 2H) 0 

mMU (J 2) 

2- (3- (2- (5 -*f-fr- 2 - 7i-Jl't*t , /-^-4 -> f;U) Xh 
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TLC:Rf 0.36(^*"t> I $$tx^;V=3 I 1); 

NMR (CDQ 3 ) : 5 7.95-8.00 (m, 2H), 7.37-7.44 (m, 3H), 7.20 (dd, J = 8.0, 8.0 Hz, 
1H), 6.87-6.90 (m, 2H), 6.80 (dd, J = 8.0, 2.5 Hz, 1H), 4.24 (t, J = 6.7 Hz, 2H), 3.77 
5 (s, 2H), 3.70 (s, 3H), 3.07 (s, 2H), 2.98 (t, J = 6.7 Hz, 2H), 2.37 (s, 3H) 0 

iiii (13) 

5- (2- (2- {5-*T)V-2--7x.-)\/jr*4}-y-)\,-4-4 )V) J. h 




TLC : Rf 0.59(^+"9-> : ^if^=2 : 1); 

NMR (CDC1 3 ) : S 8.05-7.95 (m, 2H), 7.45-7.35 (m, 3H), 7.20-7.05 (m, 2H), 6.90- 
15 6.80 (m, 2H), 4.25 (t, J = 6.5 Hz, 2H), 3.65 (s, 3H), 3.00 (t, J = 6.5 Hz, 2H), 2.60 (t, 
J = 7 Hz, 2H), 2.40 (s, 3H), 2.25 (t, J = 7 Hz, 2H), 1.80-1.45 (m, 4H) 0 

mm (j 4) 

6- (2- (4- (4->f^7x-)P) f-TV-;W-2 -A )V* b*v) 7 
20 3L=-)V) ^^yfe • pf^;^^r;w 
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TLC:Rf 0.55(^^r-9-> : ft^x^;i/=5 : 1); 

NMR (CDCI3) : 6 7.79 (d, J = 8.0 Hz, 2H), 7.44 (s, 1H), 7.24 (d, J = 8.0 Hz, 2H), 
5 7. 15-7.22 (m, 2H), 6.91-6.98 (m, 2H), 5.42 (s, 2H), 3.65 (s, 3H), 2.73 (t, J = 7.6 Hz, 
2H), 2.39 (s, 3H), 2.32 (t, J = 7.4 Hz, 2H), 1.61-1.77 (m, 4H), 1.38-1.50 (m, 2H) Q 

iili (1 $} 

2- (3- (3- (2- (5-^fJl'-2-7x-^W-jl/-4-'f^) 
10 xh^y) 7jl-)U) ycK'^ft) ISE^f;l/XXfiV 




tlc : Rf o.29(^^r-9-> : S^^;u=4 : l); 

15 NMR(CDa 3 ): S 7.95-8.00 (m, 2H), 7.40-7.46 (m, 3H), 7.17 (dd, J - 8.1, 8.1 Hz, 
1H), 6.72-6.77 (m, 3H), 4.23 (t, J = 6.8 Hz, 2H), 3.71 (s, 3H), 3.22 (s, 2H), 2.98 (t, J 
= 6.8 Hz, 2H), 2.67 (t, J = 6.8 Hz, 2H), 2.63 (t, J = 6.8 Hz, 2H), 2.38 (s, 3H), 1.90 (tt, 
J = 6.8, 6.8 Hz, 2H) 0 

20 mm a &j 

2- (3- (2- (k'7x->l/-4-'fJl/) Xh^y) 7x-;MWt) 
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5 HjC:Rf 0AZ (^**r> gi=$x-^;l/ = 3 : 1) ; 

NMR (CDa 3 ) : S 7.53-7.61 (m, 4H), 7.30-7.47 (m, 5H), 7.22 (dd, J = 8.2, 8.2 Hz, 
1H), 6.78-6.92 (m, 3H), 4.21 (t, J = 7.0 Hz, 2H), 3.79 (s, 2H), 3.71 (s, 3H), 3. 14 (t, J 
= 7.0 Hz, 2H), 3.09 (s, 2H)o 

io mm (j 7) 

2- (4-^DD-3- (2- (5-^f^-2-7x-;i/t^y-^-4 




tlc : Rf o.4i (^+-9-> : g^^f-;w= 2 : l ) ; 

NMR (CDa 3 ) : S 8.00 (m, 2H), 7.50-7.35 (m. 3H), 7.27 (d, J = 8.0 Hz, 1H), 6.94 
(d, J = 2.0 Hz, 1H), 6.83 (dd, J = 8.0, 2.0 Hz, 1H), 4.30 (t, J = 6.5 Hz, 2H), 3.75 (s, 
2H), 3.71 (s, 3H), 3.05 (s, 2H), 3.05 (t, J = 6.5 Hz, 2H), 2.42 (s, 3H) a 

mm M ^ 

2- (4 nn-3 - (4- ^7x^) 1-7V-)V- 2 -4 )V 
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H 3 C 




iLC:Rf o.6i : 8fc®^;i/=2 : d; 

5 NMR (CDC1 3 ) : <J 7.78 (d, J = 8.0 Hz, 2H), 7.45 (s. 1H), 7.34 (d, J = 8.0 Hz, 1H), 

7.23 (d, J = 8.0 Hz, 2H), 7.11 (d, J = 2.0 Hz, 1H), 6.93 (dd, J = 8.0, 2.0 Hz, 1H), 
5.49 (s, 2H), 3.77 (s, 2H), 3.69 (s, 3H), 3.01 (s, 2H), 2.38 (s, 3H)o 

mmmi (19) 

10 2- (3- (^7x^-4-^ )\/* -4-^DD7x- ;M 




15 TLC : Rf 0.62 y I H=8feJ^fl,= 2 : 1); 

NMR (CDQ 3 ) : S 7.70-7.35 (m, 5H), 7.58 (d, J = 8.0 Hz, 2H), 7.43 (d, J = 8.0 Hz, 
2H), 7.33 (d, J = 8.0 Hz, 1H), 7.03 (d, J = 2.0 Hz, 1H), 6.88 (dd, J = 8.0, 2.0 Hz, 
1H), 5.22 (s, 2H), 3.77 (s, 2H), 3.70 (s, 3H), 3.00 (s, 2H) 0 
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m m (20) 

2- (3- ( (2 E) -3 - (e7x-;l/-4-'f;w) fu^-)VHr^l/) y 



5 




TLC:Rf 0.63 (^^V I g|=g£x^;i/ = 3 II); 

NMR (CDC1 3 ) : $ 7.53-7.63 (m, 4H), 7. 15-7.50 (m, 6H), 6.74-6.93 (m, 4H), 6.45 

(dt, J = 16.2, 5.7 Hz, 1H), 4.73 (dd, J = 5.7, 1.4 Hz, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 
10 3.09 (s, 2H) 0 

(2 I) 

2- (3- (3- (if-7i-;u-4-^;w) 7"o^i/) 7 ^-^m-iv^-*) 




TLC:Rf 0.66 (^^V : ffiKxf-;l/ = 4 II); 

NMR (CDCI3) : 5 7.19-7.61 (m, 10H), 6.79-6.92 (m, 3H), 4.00 (t, J = 6.2 Hz, 2H), 
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3.80 (s, 2H), 3.72 (s, 3H), 3.10 (s, 2H), 2.86 (t, J = 7.7 Hz, 2H), 2.14 (m, 2H) 0 
mm (2 2) 

2- (3- (2- (5 2 - 7i-j^W/-;v- 4 ->f ;u) j^h 

5 7x-^) ftgj • ^f-JUi^fn' 




TLC : Rf 0.50 (^+"9- > : IBfcx?-/l/= 2 : 1); 
10 NMR (CDC1 3 ) : <J 8.00-7.95 (m, 2H), 7.50-7.35 (m, 3H), 7.20 (m, 1H), 6.90-6.75 

(m, 3H), 4.25 (t, J = 7Hz, 2H), 3.70 (s, 3H), 3.60 (s, 2H), 3.00 (t, J = 7Hz, 2H), 2.40 
(3H, s) tt 

mmm 1 (23) 

15 2- (3- (tr7i-;l/-4->f;M lfyy>-5-'f^fA'f*) 




20 TLC:Rf 0.22 (ftRif-A' I ^*"9-> = 1 : 2)1 

NMR (CDa 3 ) : <5 8.32 (d, J = 3.0 Hz, 1H), 8.18 (d, J = 2.0 Hz, 1H), 7.70-7.30 (m, 
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10H), 5.16 (s, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 3.06 (s, 2H) C 
(2 4) 

2- (3- (4* -7'ntf;i/tf7x-;l/-4-'f^^ h + v) 7x-)MfJl/ 
5 tf-A'X-XT*' 



TLC:Rf 0.65(^^r-9-> I »x^;i/=3 I 1); 
10 NMR (CDC1 3 ) : S 7.60 (d, J = 8.4 Hz, 2H), 7.51 (d, J = 8.2 Hz, 2H), 7.49 (d, J = 

8.4 Hz, 2H), 7.25 (d, J = 8.2 Hz, 2H), 7.24 (dd, J = 7.7, 7.7 Hz, 1H), 6.87-7.00 (m, 
3H), 5. 10 (s, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.63 (t, J = 7.4 Hz, 2H), 
1.68 (tq, J = 7.4, 7.4 Hz, 2H), 0.98 (t, J=7.4 Hz, 3H) 0 

15 mm (2 5) 

2- (3- (4- (Vf )V) 7x-JM^rv) ~7x.-)VM-)l< 

f-*) Sfc$ ' * Tils 3-7,7- )V 



H 3 C 




CH 3 
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TLC : Rf 0.50 (ffef&X-?- fr) I 

NMR (CDa 3 ) : 8 8.67 (d, J - 4.5 Hz, 1H), 8.66 (d, J = 4.5 Hz, 1H), 7.67 (d, J = 
8.6 Hz, 2H), 7.50-7.58 (m, 4H), 7.26 (dd, J = 8.0, 8.0 Hz, 1H), 6.80-7.01 (m, 3H), 
5 5.13 (s, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H) 0 

(2 6) 

2- (3- (4- (tf'J> ? >-3 -4*) 7x-W F^fv) 7x-;Mf)b 



TLC : Rf 0.77(^*-9-> : SKif^= 1 I 9); 

NMR (CDC1 3 ) : 5 8.86 (d, J = 2.4 Hz, 1H), 8.60 (dd, J = 5.0, 1.6 Hz, 1H), 7.89 
15 (ddd, J = 8.0, 2.4, 1.6 Hz, 1H), 7.62 (d, J = 8.2 Hz, 2H), 7.55 (d, J = 8.2 Hz, 2H), 
7.38 (dd, J = 8.0, 5.0Hz, 1H), 7.26 (dd, J = 8.0, 8.0 Hz, 1H), 6.87-7.01 (m, 3H), 
5.13 (s, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H) e 

mm (2 7) 

20 2- (3- (4- (1, S-^WVf^-S-'fM 7x^;Mf^ri/) 
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TLC : Rf 0.48(^^-9- ^ : S^K^f-^= 3 I 1); 

NMR (CDC1 3 ) : S 7.54 (d, J = 8.4 Hz, 2H), 7.47 (d, J = 8.4 Hz, 2H), 7.25 (dd, J = 
5 7.9, 7.9 Ha 1H), 6.86-7.08 (m, 6H), 6.00 (s, 2H), 5.09 (s, 2H), 3.81 (s, 2H), 3.72 (s, 
3H), 3.08 (s, 2H) 0 

mm m us) 

2- (3- (4- (tTU yy-l-tfr) 7x^MF+y) 7x;;M^ 
10 ?-*) Bfc$ ' ^f^AfJl' 




tlc : Rf o.47(^*-9-> : $g£^-7 L ;i'=2 : l) ; 

15 NMR (CDC13) : S 8.70 (d, J = 4.6 Hz, 1H), 8.01 (d, J = 8.6 Hz, 2H), 7.74-7.77 (m, 
3H), 7.54 (d, J = 8.6 Hz, 2H), 7.24 (m, 1H), 6.75-7.00 (m, 3H), 5. 13 (s, 2H), 3.80 (s, 
2H), 3.72 (s, 3H), 3.08 (s, 2H) G 

Hfift fljl (2 9) 
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2- (5- (b'7xz;i/-4-'(WKy) -2--hn7x-;MW 




TLC:Rf 0.38(^^-9- ^^^^=4 : 1) ; 

NMR (CDC1 3 ) : d 8.14 (d, J = 9.0 Hz, 1H), 7.57-7.65 (m, 4H), 7.45-7.52 (m, 3H), 

7.36-7.45 (m, 2H), 7.08 (d, J = 2.8 Hz, 1H), 6.97 (dd, J = 9.0, 2.8 Hz, 1H), 5.22 (s, 
2H), 4.22 (s, 2H), 3.71 (s, 3H), 3.07 (s, 2H) 0 

mm (3 0) 

2- (3- (fcT7o:r.;l/- 4 --Ol/^ -4 h 07 ji^l^-^f- 



15 




TLC:Rf 0.34(^\^r-if> : ft^J-^;U=4 : 1); 

NMR (CDCI3) : 8 7.85 (d, J = 5.5 Hz, 1H), 7.53-7.63 (m, 6H), 7.42-7.48 (m, 2H), 
7.33-7.38 (m, 1H), 7.20 (d, J= 1.0 Hz, 1H), 7.01 (dd, J =5.5, 1.0 Hz, 1H), 5.31 (s, 
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2H), 3.83 (s, 2H), 3.71 (s, 3H), 3.00 (s, 2H) 0 

2- (3- (4- (1, 3 -z?*W(>ir>-4-'(*') 7x-JM Ky) 

5 7x^;v^f-;pf-^-) ft$ • ^f^xxf;!' 



TLC : Rf 0.52 I 81x^=3 II); 

10 NMR(CDC1 3 ): S 7.74 (d, J = 8.4 Hz, 2H), 7.50 (d, J = 8.4 Hz, 2H), 7.24 (dd, J = 
7.8, 7.8 Hz, 1H), 6.80-7.09 (m, 6H), 6.02 (s, 2H), 5. 11 (s, 2H), 3.80 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H) 0 

mm (3 2) 

15 2- (3- (2-7x-WV-^-4-'f;M hfy) 7 x.-)V*1-)\,?- 




20 TLC:Rf 0.38 > I gfcB£x^;t/ = 4 : 1 ) ; 

NMR (CDC1 3 ) : $ 7.92-7.99 (m, 2H), 7.43-7.48 (m, 3H), 7.32 (t, J = 1.0 Hz, 1H), 
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7.26 (dd J =7.9, 7.9 Hz, 1H), 6.90-7.04 (m, 3H), 5.27 (d, J - 1.0 Hz, 2H), 3.81 (s, 
2H), 3.72 (s, 3H), 3.09 (s, 2H) 0 

5 2- (3- (2- (5 2- (4-^f^7x-;V) tZ-W-fr- 




10 TLC:Rf 0.81 (^4f"*> I M-x.f-^= 1 : 1); 

NMR (CDCI3) : $ 7.86 (d, J = 8.2 Hz, 2H), 7.25-7. 16 (m, 3H), 6.90-6.76 (m, 3H), 
4.24 (t, J = 6.7 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 6.7 Hz, 
2H), 2.39 (s, 3H), 2.37 (s, 3H) C 

15 m&m (34) 

2- (3- (2- (2-7xiW/-^-4-^) i^+y) 7x-^ 




20 

TLC : Rf 0.39 (^^"9- > I ffi|jxf;l/=4 : 1); 

NMR (CDCI3) : 5 7.92-7.96 (m, 2H), 7.41-7.46 (m, 3H), 7.23 (dd, J = 8.4, 8.4 Hz, 
1H), 7.07 (s, 1H), 6.81-6.93 (m, 3H), 4.37 (t, J= 6.6 Hz, 2H), 3.79 (s, 2H), 3.71 (s, 
3H), 3.31 (t, J = 6.6 Hz, 2H), 3.09 (s, 2H) Q 
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mm (3 5) 

2- (3- (2- (5 2- (4-F'j7*'tD^ffl'7x-^) * 
^■9-V-;|/-4 x^y) 7i-WfW) gf:$ • p<^;WL*-f 
5 IV 




TLC:Rf 0.22(^^r-9-> : g^txf^=2 I 1); 
10 NMR (CDa 3 ) : 8 8.09 (d, J = 7.6 Hz, 2H), 7.69 (d, J = 7.6 Hz, 2H), 7. 19 (m, 1H), 
6.89 (m, 2H), 6.8 (d, J = 7.2 Hz, 1H), 4.25 ( t, J = 6.5 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 
3H), 3.09 (s, 2H), 2.99 (t, J = 6.5 Hz, 2H), 2.41 (s, 3H)o 

iiij (3 6 ) 

15 2- (3- (2- (2-7x^t^tV-;l'-4-'fJl') i^y) 7x^ 




20 TLC:Rf 0.40 (^^"9"> I gfcg|i^rt/= 3 : 1) ; 

NMR (CDC1 3 ) : 5 8.00-8.05 (m, 2H), 7.58 (s, 1H), 7.41-7.46 (m, 3H), 7.23 (dd, J 
= 8.0, 8.0 Hz, 1H), 6.81-6.93 (m, 3H), 4.29 (t, J = 6.5 Hz, 2H), 3.79 (s, 2H), 3.72 (s, 
3H), 3.09 (t, J = 6.5 Hz, 2H), 3.09 (s, 2H) C 
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m m (37) 

2- (3- (2- (5 -^f-^-2 - (4-7WD7x-^) 



5 




TLC : Rf 0.62(^4r"9-> I ft»xffl/= 1 : 1); 

NMR(CDC1 3 ): <J 7.96 (m, 2H), 7.06-7.24 (m, 3H), 6.91-6.74 (m, 3H), 4.23 (t, J = 
6.6 Hz, 2H), 3.77 (s, 2H), 3.71 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.38 (s, 
10 3H) 0 

(3 8) 

2- (3- (2- (5 - (1, 3 -v**3MM 5 ->f *) 

15 "fJl' 




TLC : Rf 0.84 (^^V ! »f^= 1 II); 
20 NMR (CDa 3 ) : 5 7.52 (dd, J = 8.0, 1.4 Hz, 1H), 7.43 (d, J = 1.4 Hz, 1H), 7. 19 (d, 
J = 8.0 Hz, 1H), 6.91-6.77 (m, 4H), 6.01 (s, 2H), 4.23 (t, J = 6.7 Hz, 2H), 3.78 (s, 
2H), 3.71 (s, 3H), 3.08 (s, 2H), 2.95 (t, J = 6.7Hz, 2H), 2.35 (s, 3H) Q 
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(3 9) 

5- (3- (3- (5 -^f ^- 2 - 7x-^ 4 - >f fr) 7n 



5 




TLC:Rf 0.64 (^*^> : 1(^=2 II); 

NMR (CDC1 3 ) : 8 8.00-7.95 (m, 2H), 7.50-7.35 (m, 3H), 7.20 (dd, J = 8, 7.5 Hz, 
1H), 6.80-6.70 (m, 3H), 4.00 (t, J = 6 Hz, 2H), 3.65 (s, 3H), 2.70 (t, J = 6 Hz, 2H), 
10 2.60 (m, 2H), 2.35 (m, 2H), 2.30 (s, 3H), 2.15 (m, 2H), 1.70-1.50 (m, 4H) 0 

mm (4Q) 

2- (3- (2- (5 -^f-;U- 2 - (4-^nn7z^v) t^y-^-fr- 




TLC : Rf o.83(^*-9-> : i^f^=2 : 1) ; 

NMR (CDCI3) : 5 7.93 (d, J = 8.8 Hz, 2H), 7.38 (d, J - 8.8 Hz, 2H), 7.27 (t, J = 
20 7.9 Hz, 1H), 7.06 (m, 1H), 6.92 (d, J = 8.0 Hz, 1H), 6.82 (d, J = 8.0 Hz, 1H), 4.27 (t, 
J = 7.8 Hz, 2H), 3.88 (s, 2H), 3.70 (s, 3H), 3.15 (s, 2H), 2.97 (t, J = 7.8 Hz, 2H), 
2.39 (s, 3H) 0 
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iaii luj 

2- (3- (5-^fJl'-2-7x-;i/tW-Jl/-4-'fWhi|ry) 7 



TLC:Rf oje^^-t^ I ft|xf^2 : l); 

NMR (CDa 3 ) : «5 8.05-8.00 (m, 2H), 7.50-7.40 (m, 3H), 7.25 (dd, J = 8, 8 Hz, 

10 1H), 7.05-6.90 (m, 3H), 5.00 (s, 2H), 3.80 (s, 2H), 3.75 (s, 3H), 3.10 (s, 2H), 2.50 (s, 
3H) 0 

2- (3- (3- (5-^f^-2-7x-;i/mV-^-4-^Ji/) 7°n 
15 7xx;Mfjl/ft) ^-^fJ^f^ 



TLC : Rf 0.53(^^r-9"> I ft-g£i^;i/= 2 : 1); 
20 NMR(CDd 3 ): $ 8.00-7.95 (m, 2H), 7.50-7.40 (m, 3H), 7.25 (dd, J = 7.5, 7.5 Hz, 
1H), 6.95-6.75 (m, 3H), 4.00 (t, J = 6 Hz, 2H), 3.80 (s, 2H), 3.75 (s, 3H), 3.10 (s, 
2H), 2.70 (t, J = 7 Hz, 2H), 2.30 (s, 3H), 2.15 (m, 2H)„ 
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mm (43) 

2- (3- (2- (5-^f^-2-7x^^t/-^-4-^;i/) x|« 



TLC:Rf 0.48(^*"9"> I S£$x^;i/=3 : 1) ; 

NMR (CDCI3) : 5 7.97-8.02 (m, 2H), 7.41-7.46 (m, 3H), 7.22 (dd, J = 8.0, 8.0 Hz, 

10 1H), 6.76-6.81 (m, 3H), 4.25 (t, J = 6.5 Hz, 2H), 3.64 (s, 3H), 2.99 (t, J = 6.5 Hz, 
2H), 2.38 (s, 3H), 1.55 (S, 6H) C 

(4 4) 

2- (3- (2- (5-*1-)l<-2- (2-^fJl/7x-;0 **^f-)V- 



TLC : Rf 0.70 I gt=g£x-^;i/= 2 : 1); 

20 NMR (CDCI3) : 5 7.91 (m, 1H), 7.25-7. 15 (m, 4H), 6.90-6.77 (m, 3H), 4.25 (t, J = 

6.7 Hz, 2H), 3.77 (s, 2H), 3.68 (s, 3H), 3.06 (s, 2H), 2.98 (t, J = 6.7 Hz, 2H), 2.65 (s, 
3H), 2.36 (s, 3H) 0 




H3C CH 3 




CH 3 
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liii UB) 

2- (3- (2- (5 ->f-;b-2 - (3-^f^7x^;l/) ^-^^v-;u_ 
4-4 )V) x^y) 7i-;i/p«f-;u^^) ffcgfc • *f-;i/i.*r;i/ 




TLC :Rf 0.64 : ft»if->l"= 2 : 1)1 

NMR (CDC1 3 ) : 5 7.81 (s, 1H), 7.76 (d, J = 8.0 Hz, 1H), 7.32-7. 14 (m, 3H), 6.89- 
6.76 (m, 3H), 4.23 (t, J = 6.6 Hz,2H), 3.75 (s, 2H), 3.67 (s, 3H), 3.06 (s, 2H), 2.96 (t, 
J = 6.6 Hz, 2H), 2.37 (s, 3H), 2.35 (s, 3H) 0 

Ufi) 

2- (3- (2- ' (5-*f-*-2- (4-* h^r->7jL-;i/) **^y*-;u 




1LC:Rf 0.43(^*^> I ffc&x?-;l/-3 I 1); 

NMR (CDQ 3 ) : 5 7.92 (d, J = 9.0 Hz, 2H), 7.21 (dd, J = 8.1, 8.1 Hz, 1H), 6.94 (d, 
J = 9.0Hz, 2H). 6.88-6.98 (m, 2H), 6.81 (m, 1H), 4.24 (t, J= 6.7 Hz, 2H), 3.85 (s, 
3H), 3.78 (s, 2H), 3.71 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 6.7 Hz, 2H), 2.36 (s, 3H) G 
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HMffli (47) 

2- (3- (2- (5 -^f"^- 2 - (4--hn7x^) 



TLC:Rf 0.32(^*-9"> : 8ftfcx.?'A'-3 : 1)1 

NMR (CDC1 3 ) : <5 8.30 (d, J = 9.0 Hz, 2H), 8. 14 (d, J = 9.0 Hz, 2H), 7.22 (dd, J = 

8.0, 8.0 Hz, 1H), 6.77-6.91 (m, 3H), 4.26 (t, J = 6.5 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 
10 3H), 3.09 (s, 2H), 3.00 (t, J = 6.5 Hz, 2H), 2.43 (s, 3H) C 

mmm (43) 

2- (3- (2- (5-^f-;u-2-7 J i-;i'^^-9-v'-^-4-^;u) 
^y) -5-^nn7x-;Mf;W) W&t XT* 

15 



TLC : Rf 0.45(^^r-9-> I SiifJl/=3 I 1); 

NMR (CDCI3) : 5 7.96-8.00 (m, 2H), 7.40-7.46 (m, 3H), 6.91 (m, 1H), 6.77-6.81 
20 (m, 2H), 4.23 (t, J = 6.6 Hz, 2H), 3.73 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 
6.6 Hz, 2H), 2.38 (s, 3H) C 

iilfti Ufl) 



5 





S^Y°-CH 3 



O 
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2- (3- (2- {$-*1-)\'-2-'7 3L-)\'**4fV-)\'-A-4)V) xl> 
-2 -^f;i/7x-;Mf;i/ft) ftR^f^fA' 



TLC : Rf 0.48(^+-9-> I ^^^;i/=5 I 1) ; 

NMR (CDC1 3 ) : S 8.00-7.95 (m, 2H), 7.46-7.39 (m, 3H), 7.07 (t, J = 7.9 Hz, 1H), 

6.85-6.77 (m, 2H), 4.24 (t, J = 6.5 Hz, 2H), 3.83 (s, 2H), 3.73 (s, 3H), 3.11 (s, 2H), 
3.00 (t, J « 6.5 Hz, 2H), 2.38 (s, 3H), 2.21 (s, 3H) 0 



m m (5 0) 

2- (1- (3- (2- (5->f^-2-7x-^^ft/-;V-4-'f^) 



TLC : Rf 0.68(^*-9-> I ftKif;i/=4 : 1); 

NMR (CDCI3) : 5 8.00-7.95 (m, 2H), 7.46-7.39 (m, 3H), 7.21 (t, J = 8.2 Hz, 1H), 
6.94-6.89 (m, 2H), 6.82-6.76 (m, 1H), 4.25 (t, J = 6.7 Hz, 2H), 4.10 (q, J = 7.2 Hz, 
20 1H), 3.67 (s, 3H), 3.02 (s, 2H), 2.98 (t, J =6.7 Hz, 2H), 2.39 (s, 3H), 1.55 (d, J = 
7.2 Hz, 3H) 0 




CH 3 



15 
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mm (5 1) 

2- (3- (2- (5 -^f-;W-2 -7x^*H 4 /-^-4 -1 
-^f-;l/xh^rv) 7i-;U^^;Pf-t) ftK^f^f^ 



5 




TLC:Rf0.72(^^r^> I ft|fcJ.f-^= 2 I 1 )„ 

mm (52) 

10 2- (3- (2- (5-b')7;l/io^f;V-2-7i-;i'tW-^-4 




15 TLC : Rf 0.37 > .* gfc$x^;l/ = 4 : 1 ) ; 

NMR (CDC1 3 ) : S 8. 10-8.00 (m., 2H), 7.55-7.41 (ia, 3H), 7.21 (dd, J = 8.0, 8.0 
Hz, 1H), 6.94-6.75 (m, 3H), 4i31 (t, J = 6.5 Hz, 2H), 3.77 (s, 2H), 3.71 (s, 3H), 
3.25-3.14 (m, 2H), 3.08 (s, 2H)„ 

20 mM 1 L5-3J 

2- (3- (2- (5->fil'-2-7x-Wty-;i'-4-'fM 7*D 
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TLC:Rf 0.54 (^^V : $$.x?-;U=3 : l); 

NMR (CDC1 3 ) : S 8.00-7.94 (m, 2H), 7.44-7.37 (m, 3H), 7.29 (t, J = 8.2 Hz, 1H), 
5 6.89-6.86 (m, 2H), 6.79 (dd, J = 8.4, 2.0 Hz, 1H), 4. 17-4.03 (m, 2H), 3.77 (s, 2H), 
3.71 (s, 3H), 3.26-3.15 (m, 1H), 3.08 (s, 2H), 2.37 (s, 3H), 1.41 (d, J = 6.8 Hz, 3H) 0 

mm (5 4) 

2- (3- (2- (5-^f^-2-7x^my-^-4--{^) 



TLC : Rf 0.75 (^*4J- > I gt-$x-^;i/= 7 : 1 ) I 
15 NMR (CDCI3) : S 8.00-7.94 (m, 2H), 7.46-7.38 (m, 3H), 7.20 (t, J = 8.2 Hz, 1H), 
6.90 (m, 2H), 6.82-6.75 (m, 1H), 4.24 (t, J = 6.8 Hz, 2H), 4.17 (q, J = 7.2 Hz, 2H), 
3.82 (d, J = 13.4 Hz, 1H), 3.74 (d, J = 13.4 Hz, 1H), 3.28 (q, J = 7.0 Hz, 1H), 2.98 (t, 
J = 6.8 Hz, 2H), 2.38 (s, 3H), 1.38 (d, J = 7.0 Hz, 3H), 1.28 (t, J = 7.2 Hz , 3H) 0 

20 WMl (5 5) 

2- (3- (2- (5 2 - (4 -x^;U7 j-^y-y-ju- 




CH 3 



WO 99/46232 



PCT/JP99/01134 




TLCrRf 0.51 (fc&z-^fr ^**jr> = 1 I 2) ; 
5 NMR(CDCl 3 ): d 7.88 (d, J = 8.0 Hz, 2H), 7.25 (d, J = 8.0 Hz, 2H), 7.21 (dd, J = 
8.0, 8.0 Hz, 1H), 6.95-6.75 (m, 3H), 4.24 (t, J = 6.5 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H), 2.97 (t, J = 6.5 Hz, 2H), 2.68 (q, J = 7.5 Hz, 2H), 2.37 (s, 3H), 
1.25 (t, J = 7.5 Hz, 3H) 0 

io msmi 

2- (3- (2- (5 2- (2, 2-*?7A'*n-i f 3-5?** 




15 F 

TLC:Rf 0.59 ^ ^*^>=1 : 2); 

NMR (CDC1 3 ) : d 7.75 (dd, J = 8.0, 1.0 Hz, 1H), 7.69 (d, J = 1.0 Hz, 1H), 7.21 
(dd, J = 8.0, 8.0 Hz, 1H), 7. 10 (d, J = 8.0 Hz, 1H), 6.89 (d, J = 8.0 Hz, 1H), 6.88 (s, 
20 1H), 6.80 (d, J = 8.0 Hz, 1H), 4.23 (t, J = 6.5 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 
3.09 (s, 2H), 2.96 (t, J = 6.5 Hz, 2H), 2.38 (s, 3H) Q 
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IMftJ (JL7J 

2- (3- (2- (5 -^f"^- 2 - (4 -~fu\£)V7 X^^f-^ 




TLC : Rf 0.63 (gj^if-^ I ^^-9" > = 1 : 2 ) ; 

NMR (CDC1 3 ) : d 7.88 (d, J = 8.5 Hz, 2H), 7.23 (d, J = 8.5 Hz, 2H), 7.21 (dd, J - 
8.0, 8.0 Hz, 1H), 6.95-6.75 (m, 3H), 4.24 (t, J = 7.0 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H), 2.97 (t, J = 7.0 Hz, 2H), 2.62 (t, J = 7.5 Hz, 2H), 2.37 (s, 3H), 
1.65 (m, 2H), 0.94 (t, J = 7.5 Hz, 3H) C 

mm L5-D 

2- (3- (2- (5 2 - (4 -A vynif;i/7i-;i/) 




TLC : Rf 0.60(&®^f-* : ^*-9-^= 1 ; 2); 

NMR (CDCI3) : S 7.89 (d, J = 8.5 Hz, 2H), 7.28 (d, J = 8.5 Hz, 2H), 7.21 (dd, J = 
8.0, 8.0 Hz, 1H), 6.95-6.75 (m, 3H), 4.24 (t, J =6.5 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H), 2.97 (t, J = 6.5 Hz, 2H), 2.94 (m, 1H), 2.37 (s, 3H), 1.26 (d, J = 
7.0 Hz, 6H) 0 
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***** (5 9) 

2- (3- (2- (5-^f;l'-2-7x-;l/f7y-;l'-4 — f;u) 
TLC:Rf 0.54(^^-9-> : g^g?x^;l/=3 I 1); 

NMR (CDC1 3 ) : <J 7.89-7. 83 (m, 2H), 7.45-7.36 (m, 3H), 7.21 (t, J = 8.0 Hz, 1H), 
10 6.91-6.77 (m, 3H), 4.33 (t, J = 6.8 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 3.19 (t, J = 
6.8 Hz, 2H), 3.08 (s, 2H), 2.47 (s, 3H)„ 

m m I (6 0) 

2- (3- (2- (5-^f-^-2- (4-7f^7x-;i/) 





TLC:Rf 0.59(^^"9"> : S®iX^;i/=2 : 1) ; 
20 NMR (CDC1 3 ) : 5 7.90 (d, J = 7 Hz, 2H), 7.25-7. 15 (m, 3H), 6.90-6.75 (m, 3H), 
4.25 (t, J = 6.5 Hz, 2H), 3.75 (s, 2H), 3.70 (s, 3H), 3.10 (s, 2H), 3.00 (t, J = 6.5 Hz, 
2H), 2.65 (t, J = 7.5 Hz, 2H), 2.40 (s, 3H), 1.60 (m, 2H), 1.35 (m, 2H), 0.95 (t, J = 7 
Hz, 3H) 0 
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(BP 

2- (3- (2- (5.-W-2-7x-Wt > /-;i'-4-'f;i') x b 




TLC : Rf 0.27 (^^r^ > I S^x^;i/= 3 : 1 ) ; 

NMR (CDC1 3 ) : S 7.96-8.01 (m, 2H), 7.40-7.48 (ra, 3H), 7.21 (dd, J = 8.0, 8.0 Hz, 
10 1H), 6.87-6.90 (m, 2H), 6.79 (ra, 1H), 4.24 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H), 2.99 (t, J = 6.6 Hz, 2H), 2.75 (q, J = 7.6 Hz, 2H), 1.31 (t, J = 7.6 
Hz, 3H) 0 

mm i (6 2) 

15 2- (3- (2- (5-*f-*-2- (2, 3, 5, 6-fh77^tn-4 
. -^f-;U7x-;l/) **y-V-)\/-4-<{ )U) X^y) 7x-Wf*ft) 

F F 

20 

TLC : Rf 0.45 (^*-9" > : ftRxfA/= 4:1); 

NMR (CDC1 3 ) : 5 7.21 (dd, J = 8.0, 8.0 Hz, 1H), 6.94-6.75 (m, 3H), 4.25 (t, J = 
6.4 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H), 3.03 (t, J = 6.4 Hz, 2H), 2.42 (s, 
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3H), 2.36-2.30 (m, 3H) e 
l lflj (6 3) 

2- (3- (2- (5 -^f-^- 2 - (4-^>Wx-^) **^v*-;i/ 
5 -4--f;W ^h^rv) 7x-;Mf;l^ft) ftK-^ffl/i^f/l' 



H 3 C 




TLC:Rf 0.66 (^*^ I »S|if^=2 I 1); 
10 NMR (CDC1 3 ) : S 7.90 (d, J = 8 Hz, 2H), 7.25-7.20 (m, 3H), 6.95-6.75 (m, 3H), 
4.25 (t, J = 6.5 Hz, 2H), 3. 80 (s, 2H), 3.70 (s, 3H), 3. 10 (s, 2H), 3.00 (t, J = 6.5 Hz, 
2H), 2.65 (t, J = 7.5 Hz, 2H), 2.40 (s, 3H), 1.60 (m, 2H), 1.40-1.25 (m, 4H), 0.90 (t, 
J = 6.5Hz,3H) 0 

15 mtkmi (6 4) 

2- (3- (2- (5-^f-;i"-2- (3-^on-4-^f^7x-jl') * 
)V 




20 CI 

TLC :Rf 0.47(^^r-9-> : g^S?xf-;l/=3 : l); 

NMR (CDd 3 ) : S 7.96 (d, J = 1.8 Hz, 1H), 7.75 (dd, J = 7.8, 1.8 Hz, 1H), 7.28 (d, 
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J = 7.8 Hz, 1H), 7.21 (dd, J = 8.0, 8.0 Hz, 1H), 6.88-6.91 (m, 2H), 6.79 (m, 1H), 
4.24 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 6.6 Hz. 
2H), 2.41 (s, 3H), 2.38 (s, 3H) 0 

mm L6-5J 

2- (3- (2- (5 2 -l/iru^*i,)\,**^v*-)V-4 -4 )l>) 



TLC:Rf 0.65 (^+"9- > I gfc$x.-^;i/= 2 : 1); 

NMR (CDC1 3 ) : 8 7.20 (m, 1H), 6.95-6.70 (m, 3H), 4. 15 (t, J = 7.5 Hz, 2H), 3.80 
(s, 2H), 3.75 (s, 3H), 3.15 (s, 2H), 2.90 (t, J = 7.5 Hz, 2H), 2.70 (m, 1H), 2.25 (s, 
3H), 2.10-1.20 (m, 10 H) 0 

jStt Wl (6 6) 

2- (3- (2- (5 -^f-;i/-2 - (4- (2-^f^7'nf;v) 7x^) 




H 3 C 




o 



TLC : Rf 0.58(^\^r-9-> : TO^^;i/=2 : 1)| 
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NMR (CDCI3) : d 7.90 (d, J = 8 Hz, 2H), 7.25-7.20 (m, 3H), 6.90-6.75 (m, 3H), 
4.25 (t, J = 7 Hz, 2H), 3.80 (s, 2H), 3.70 (s, 3H), 3. 10 (s, 2H), 2.95 (t, J = 7 Hz, 2H), 
2.50 (d, J = 8 Hz, 2H), 2.40 (s, 3H), 1.90 (m, 1H), 0.90 (d, J = 7 Hz, 6H) C 

mm m (6 7) 

2- (3- (2- (5 2 - (4-t-7f;V7i-^) **^/- 




TLC:Rf 0.50(^^-9- > :$ft&x.*fr= 2 : 1); 

NMR (CDCI3) : 8 7.90 (d, J = 8 Hz, 2H), 7.45 (d, J = 8 Hz, 2H), 7.20 (dd, J = 8, 8 
Hz, 1H), 6.90-6.75 (m, 3H), 4.25 (t, J = 7 Hz, 2H), 3.80 (s, 2H), 3.70 (s, 3H), 3.10 (s, 
2H), 3.00 (t, J = 7 Hz, 2H), 2.40 (s, 3H), 1.35 (s, 9H) C 

m m (6 ft) 

2- (3- (2- (5-^f-;W-2- (4-y^DA^fy;i/7x-)l/) 




TLC :Rf 0.42(^^-9- >: |f=g£.x^;i/== 4 : 1) ; 

NMR (CDCI3) : £ 7.88 (d, J = 8.3 Hz, 2H), 7.26 (d, J = 8. 3 Hz, 2H), 7.21 (dd, J = 

8.0, 8.0 Hz, 1H), 6.87-6.90 (m, 2H), 6.80 (m, 1H), 4.23 (t, J =6.8 Hz, 2H), 3.78 (s, 
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2H), 3.71,(s, 3H), 3.08 (s, 2H), 2.97 (t, J = 6.8 Hz, 2H), 2.53 (m, 1H), 2.37 (s, 3H), 
1.70-1.94 (m, 4H), 1.30-1.53 (m, 6H) 0 

mmi (6 9) 

5 2- (3- (S-***'-2- (1, Z-V***M >y>-5-4 




10 TLC:Rf 0.5O(^^r-9"> I gf=g£jc.f-;U= 4 : 1); 

NMR (CDC1 3 ) : S 7.55 (dd, J = 8.0, 1.8 Hz, 1H), 7.47 (d, J = 1.8 Hz, 1H), 7.21 

(dd, J = 8.0, 8.0 Hz, 1H), 7.08-7.02 (m, 1H), 6.96-6.82 (m, 3H), 6.02 (s, 2H), 5.00 (s, 
2H), 3.78 (s, 2H), 3.71 (s, 3H), 3.11 (s, 2H), 2.43 (s, 3H) C 

15 mmm\ (70) 

2- (3 -. (5 -p<f-;i/-2 - (4-4 V7 p nv£;i/7i-Ji') ;u- 




V> 0 



20 



TLC :Rf 0.50 I ftSifA/=4 I 1); 

NMR (CDCI3) : S 7.93 (dd, J = 8.5, 2.0 Hz, 2H), 7.35-7.18 (m, 3H), 7.09-7.03 (m, 
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1H), 6.96-6.84 (m, 2H), 5.02 (s, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 3.11 (s, 2H), 2.94 
(Sep., J = 7.0 Hz, 1H), 2.43 (s, 3H), 1.27 (d, J = 7.0 Hz, 6H) 0 

mm (7 1) 

5 2- (3- (2- (4-^f-^-2 -7x-;i/^4r-9-V-;W-5 -A fc) i|> 




10 TLC:Rf 0.37 I SKxf;i/=3 ; 1) ; 

NMR (CDC1 3 ) : S 8.01-7.96 (m, 2H), 7.46-7.39 (m, 3H), 7.22 (t, J = 8.2 Hz, 1H), 
6.97-6.88 (m, 2H), 6.80 (m, 1H), 4.23 (t, J = 6.8 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 
3.16 (t, J = 6.8 Hz, 2H), 3.08 (s, 2H), 2.22 (s, 3H) Q 

15 mmmi (72) 

2- (3- (2- (5 -^f-^-2 - (3, h^v7^-;u) 




tlc: Rf 0.18 (^^*9-> : i^Kx^;i'=3 : l) ; 

NMR (CDCI3) : 5 7.56 (dd, J = 8.3, 2.0 Hz, 1H), 7.50 (d, J = 2.0 Hz, 1H), 7.21 
(dd, J = 8. 1, 8.1 Hz, 1H), 6.91 (d, J = 8.3 Hz, 1H), 6.87-6.91 (m, 2H), 6.80 (ddd, J = 
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8.1, 2.5, 1.0 Hz, 1H), 4.24 (t, J - 6.7 Hz, 2H), 3.97 (s, 3H), 3.93 (s, 3H), 3.78 (s, 
2H), 3.72 (s, 3H), 3.09 (s, 2H), 2.97 (t, J - 6.7 Hz, 2H), 2.37 (s, 3H)o 

mm (7 3) 

5 2- (3- (2- (5-^f"^-2- (4-h'J7Wn^l<^y7x-Jl/) 




10 

TLC:Rf 0.62 (^^V \ ffiRj.f-Jl/=2 II); 

NMR (CDC1 3 ) : <J 8.00 (d, J = 8 Hz, 2H), 7.30-7.15 (m, 3H), 6.95-6.75 (m, 3H), 

4.25 (t, J = 6.5 Hz, 2H), 3.80 (s, 2H), 3.75 (s, 3H), 3.10 (s, 2H), 3.00 (t, J = 6.5 Hz, 
2H), 2.40 (s, 3H) 0 

15 

mm (74) 

2- (3- (2- (5 2 - (3, 4, 5-h'j^F^v7x^) 

**-9-V-;i/-4->Oi') x^y) 7x^;Mf;i/ft) gi=$ • ^ 
•f P 
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TLC:Rf 0.24(^^-9- >: S^^;u= 2 : l) ; 

NMR (CDC1 3 ) : $ 7.25-7. 15 (m, 3H), 6.95-6.75 (m, 3H), 4.25 (t, J = 7.5 Hz, 2H), 

3.95 (s, 6H), 3.90 (s, 3H), 3.80 (s, 2H), 3.70 (s, 3H), 3.10 (s, 2H), 3.00 (t, J = 7.5 Hz, 
2H), 2.40 (s, 3H)o 

mm (7 5) 

2- (3- (2- (5-^f^-2- (4->fim'^7^> - 1 ->f )V) * 
)V 




TLC: Rf 0.12(g^®i^;i/) ; 

NMR (CDCI3) : $ 7.20 (dd, J - 8.0, 8.0 Hz, 1H), 6.95-6.75 (m, 3H), 4.20 (t, J = 
15 7.0 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.42 (t, J = 5.0 Hz, 4H), 3.09 (s, 2H), 2.95 (t, 
J = 7.0 Hz, 2H), 2.50 (t, J = 5.0 Hz, 4H), 2.34 (s, 3H), 2.26 (s, 3H) e 

2- (3- (2- (5-^f-;i/-2- (4-^fm7i-;i') 
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TLC:Rf 0.46(^^f-;H /\^r-9->= 1 ; 2)1 

NMR (CDC1 3 ) : S 7.88 (d, J = 8.5 Hz, 2H), 7.27 (d, J = 8.5 Hz, 2H), 7.21 (dd, J = 
8.0, 8.0 Hz, 1H), 6.95-6.75 (m, 3H), 4.24 (t, J =6.5 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H), 2.97 (t, J = 6.5 Hz, 2H), 2.52 (s, 3H), 2.37 (s, 3H) e 

(7 7) 

2- (3- (2- (5 - >^;i/-2 - WJ>-2-4fr) 



10 




TLC:Rf 0.60(^^-9- > :ft^x<f;i/=l : 2); 

NMR (CDC1 3 ) : 5 8.71 (m, 1H), 8.05 (m, 1H), 7.73 (m, 1H), 7.32 (m, 1H), 7.21 
(dd, J = 8.0, 8.0 Hz, 1H), 6.76-6.92 (m, 3H), 4.27 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 
15 3.72 (s, 3H), 3.08 (s, 2H), 3.01 (t, J = 6.6 Hz, 2H), 2.44 (s, 3H) C 

mm m (7 a) 

2- (3- (2- (5-^f-;^-2- (ft7x>-2-^V) **W-)\< 




lLC:Rf 0.40 : gfc$J^;U=3 I 1); 

NMR (CDCI3) : <? 7.58 (dd, J = 3.6, 1.3 Hz, 1H), 7.37 (dd, J = 5.0, 1.3 Hz, 1H), 
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7.21 (dd, J = 8.0, 8.0 Hz, 1H), 7.08 (dd, J = 5.0, 3.6 Hz, 1H), 6.87-6.91 (m, 2H), 
6.79 (m, 1H), 4.22 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.96 
(t, J = 6.6 Hz, 2H), 2.36 (s, 3H) 0 

5 mmmi (79) 

2- (3- (2- (5-^^;W-2- (3--hn-4->fJl'7i-^) * 



10 




TLC : Rf 0.42 (^W > I gfcgp^l^ 2:1); 

NMR (CDCI3) : 8 8.55 (d, J = 1 Hz, 1H), 8. 10 (dd, J = 8, 1 Hz, 1H), 7.40 (d, J = 8 
Hz, 1H), 7.20 (dd, J = 8, 8 Hz, 1H), 6.95-6.80 (m, 3H), 4.25 (t, J = 6.5 Hz, 2H), 3.80 
15 (s, 2H), 3.75 (s, 3H), 3. 10 (s, 2H), 3.00 (t, J = 6.5 Hz, 2H), 2.65 (s, 3H), 2.40 (s, 
3H) 0 

mm (jlqj 

2- (3- (2- (5-^f-;U-2- (4-y^W^7x^) 
20 *S-JU-4-4fU) x^y) 7i-^fW) ftK^f^fA' 




113 



WO 99/46232 



PCT/JP99/01134 



TLC:Rf 0.43 (gfe$J-?-JH ^^>= 1 : 2); 

NMR (CDC1 3 ) : 6 7.83 (d, J - 9.0 Hz, 2H), 7.21 (dd, J = 8.0, 8.0 Hz, 1H), 6.95- 
6.75 (m, 3H), 6.71 (d, J = 9.0 Hz, 2H), 4.23 (t, J = 7.0 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H), 3.01 (s, 6H), 2.96 (t, J = 7.0 Hz, 2H), 2.34 (s, 3H) 0 

mm (8 1) 

2- (3- (2- (5-p<^;U-2-v^n^>^;W^^«9-V-;w-4-^;i/) 



10 




TLC:Rf 0.46 > : gj=$.x?-;i,= 2:1); 

NMR (CDCI3) : $ 7.20 (m, 1H), 6.95-6.70 (m, 3H), 4. 15 (t, J = 6.5 Hz, 2H), 3.80 

(s, 2H), 3.75 (s, 3H), 3.15 (m, 3H), 2.90 (t, J = 6.5 Hz, 2H), 2.25 (s, 3H), 2.20-1.50 
15 (m, 8H) 0 

mmj («2) 

2- (3- (2- (5-^f-;w-2- (4-^f-^7x-;p) =*-*-9-y-;w- 
4-^;u) x^j/) 7x-;u) SfcB£ • ^f-^-Xr;!' 




TLC : Rf 0.54(^^r-9-> :ftgxf;V=2 : 1); 

NMR (CDCI3) : £ 7.86 (d, J = 8.0 Hz 2H), 7.28-7. 15 (m, 3H), 6. 88-6.76 (m, 3H), 
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4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.39 (s, 
3H), 2.36 (s, 3H) 0 

mm L8-3J 

5 2- (3- (2- (5-^;l'-2- (4-xf^7x-;i/) ^^-tfy-^- 
4--f;V) xh^y) ^ • ;i/xXril' 




10 TLC:Rf 0.56(^*"9-> : fr= 2 \ 1) ; 

NMR (CDa 3 ) : 8 7.90 (d, J = 8.0 Hz, 2H), 7.30-7. 16 (m, 3H), 6. 88-6.76 (m, 3H), 
4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.68 (q, 
J = 7.6 Hz, 2H), 2.37 (s, 3H), 1.26 (t, J = 7.6 Hz, 3H) 0 

15 %.mm\ L8.4J 

2- (3- (2- (5 2- (4-7"nif;i/7x^) 




20 

TLC:Rf 0.59(^^r-9-> : ^i^;W=2 I 1); 

NMR (CDC1 3 ) : <J 7.88 (d, J = 8.4 Hz, 2H), 7.27-7. 15 (m, 3H), 6.88-6.76 (m, 3H), 
4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.62 (t, J 
= 7.5 Hz, 2H), 2.36 (s, 3H), 1.66 (m, 2H), 0.94 (t, J = 7.5 Hz, 3H) C 

115 



WO 99/46232 



PCT/JP99/01134 



2- (3- (2- (5-*+JU-2- (4->f yyn^7x-^) **-9-y 




TLC : Rf 0.66(^^r-9-> : ftRif-^=2 I 1) ; 

NMR (CDC1 3 ) : £ 7.89 (d, J = 8.4 Hz, 2H), 7.34-7. 15 (m, 3H), 6.88-6.75 (m, 3H), 
10 4.23 (t, J m 6.8 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.8 Hz, 2H), 3.04- 
2.86 (m, 1H), 2.36 (s, 3H), 1.28 (s, 3H), 1.25 (s, 3H)„ 

mm L8.6J 

2- (3- (2- (5 -^f-Jl"- 2 - (4- (2-^WDt:;v) 




TLC:Rf 0.60 e^*^ : INRxf-^=2 I 1)1 
20 NMR (CDCI3) : 8 7.88 (d, J = 8.2 Hz, 2H), 7.27-7. 15 (m, 3H), 6.90-6.76 (m, 3H), 
4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.51 (d, 
J = 5.4 Hz, 2H), 2.36 (s, 3H), 2.00-1.76 (m, 1H), 0.92 (s, 3H), 0.89 (s, 3H) C 
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m mi (37) 

2- (3- (2- (5-^f-;W-2- (4-t-W7x-;P) i^rfy- 



TLC:Rf o.57(^\^r-9-> : B^S?if-;i'=2 : 1) ; 

NMR (CDa 3 ) : 5 7.90 (d, J = 8.6 Hz, 2H), 7.44 (d, J = 8.6 Hz, 2H), 7.21 (m, 1H), 
6.88-6.76 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 
10 6.6 Hz, 2H), 2.37 (s, 3H), 1.34 (s, 9H)o 

L8_SJ 

2- (3- (2- (5-^f-;u-2-v^D7'ne;i/^^'9-V-^-4--r;p) 



TLC:Rf 0.47 (^-xf-^ : ^*y->= 1 : 1); 

NMR (CDC1 3 ) : S 7.20 (dd, J = 8.0, 8.0 Ha 1H), 6.95-6.75 (m, 3H), 4. 15 (t, J = 
20 7.0 Hz, 2H), 3.79 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H), 2.84 (t, J = 7.0 Hz, 2H), 2.22 (s, 
3H), 1.97 (m, 1H), 1.05-0.90 (m, 4H) D 



5 
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2- (3- (2- (5->f-;U-2- (4- (1, 2, 3 -f 7y*7V-JV- 

S-^Y 0 ^CH3 
O 

tlc : Rf oi5(^*y-y : ^f^=2 : d; 

NMR (CDC1 3 ) : S 8.72 (s, 1H), 8.13 (s, 4H), 7.22 (t, J = 8.0 Hz, 1H), 6.93-6.77 
(m, 3H), 4.27 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 3.09 (s, 2H), 3.00 (t, J = 
10 6.6 Hz, 2H), 2.41 (s, 3H) 0 

mm (9 0) 

2- (3- (2- (5-^^-2- (4- (4-*^;i/- 1, 2, 3 -f-7 
^TV-;i/-5--f;w) 7x~;i/) t^r^V-^-4 --f;u) ^h*v) 71 
15 -JV^f;i/f*) ^.^fji/xxf;V 




CH 3 



TLC : Rf 0.89(^*-9-> : = 2 : 1); 

20 NMR (CDCI3) : 5 7.21 (t, J = 7.4 Hz, 1H), 6.94-6.74 (m, 3H), 4.24 (t, J = 6.6 Hz, 

2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H), 3.02 (s, 3H), 2.99 (t, J = 6.6 Hz,, 2H), 
2.42 (s, 3H) 0 
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m&m (9i) 

2- (3- (2- (5-*f-*-2- (4-^h+y7i-^) **"9-V-n/ 



5 




TLC:Rf 0.38 I ft»if^=2 II); 

NMR (CDCI3) : 5 7.91 (d, J = 9.0 Hz, 2H), 7.20 (m, 1H), 6.94 (d, J = 9.0 Hz, 2H), 

6.88-6.77 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.85 (s, 3H), 3.68 (s, 3H), 3.58 (s, 2H), 
10 2.96 (t, J = 6.6 Hz, 2H), 2.35 (s, 3H) 0 

^fifcflll (9 2) 

2- (3- (2- (5-^f-^-2- (3, i-V* h4ri/7i-;P) 




o 



CH 3 

TLC:Rf 0.17 : Hs»xf-ju= 2 : l); 

NMR (CDC1 3 + CD3OD) : 8 7.56 (dd, J = 8.2, 2.0 Hz, 1H), 7.50 (d, J = 2.0 Hz, 
20 1H), 7.21 (m, 1H), 6.91 (d, J = 8.2 Hz, 1H), 6.89-6.77 (m, 3H), 4.23 (t, J = 6.6 Hz, 
2H), 3.97 (s, 3H), 3.93 (s, 3H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 
2.37 (s, 3H) 0 
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2- (3- (2- (5-^f-;l—2- (1, 3-^**-»M >r>-5-^( )U) 



lLC:Rf 0.44(^^r-9-> : ^xf-;i/=2 : 1) ; 

NMR (CDa 3 ) : S 7.52 (dd, J = 8.2, 1.8 Hz, 1H), 7.44 (d, J = 1.8 Hz, 1H), 7.21 (m, 
10 1H), 6.99-6.76 (m, 4H), 6.01 ( s, 2H), 4.22 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 
2H), 2.95 (t, J = 6.6 Hz, 2H), 2.35 (s, 3H) 0 

mm (9 4) 

2- (3- (2- (5-*T)l>-2- (3, 4, 5 - h V ^ Kv7x^) 
15 *+-9-V-;i/-4 x^v/) 7xi^) gf-gg • ^f;vxxf^ 



TLC:Rf 0.28 (^\+"9-> : ^x-f;i/=2 ! 1); 
20 NMR (CDC1 3 ) : 8 7.28-7. 17 (m, 3H), 6.89-6.76 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 
3.94 (s, 6H), 3.89 (s, 3H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.38 (s, 





H3C-O 
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3H)„ 

2- (3- (2- (5 2- (4-h'J7Jl'tD^ h^y7x^;l/) 




TLC : Rf 0.61 (^3Mf> : Bf:$xf-;i/ = 2 I 1 ) ; 
10 NMR (CDCI3) : 8 8.01 (d, J = 8.6 Hz, 2H), 7.32-7. 16 (m, 3H), 6.89-6.76 (m, 3H), 
4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.38 (s, 
3H) 0 

mm (9 a) 

15 2- (3- (2- (5 - ^f-^- 2 - (2, 2 -S>7;W* n - 1 , 3--;?*^ 




F 



TLC: Rf 0.52 (^-9- > : ftK^^=2 II); 

NMR (CDCI3) : 5 7.75 (dd, J = 8.4, 1.8 Hz, 1H), 7.68 (d, J = 1.8 Hz, 1H), 7.21 (m, 
1H), 7.10 (d, J = 8.4 Hz, 1H), 6.89-6.76 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 
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3H), 3.58 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.37 (s, 3H) Q 
jjjj (9 7) 

2- (3- (2- (5 2 - (4-h'j7WD^f;i'ft7x^jH 




10 TLC:Rf o.45(^^-9-> : f^^^;w=3 ii); 

NMR (CDC1 3 ) : S 8.02 (d, J = 8.4 Hz, 2H), 7.70 (d, J = 8.4 Hz, 2H), 7.21 (t, J = 
7.8 Hz, 1H), 6.91-6.73 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 
3.08 (s, 2H), 2.98 (t, J = 6.6 Hz, 2H), 2.40 (s, 3H)„ 

15 mm L9_8J 

2- (3- (2- (5-^f-;U-2- (4-y7;7x^;i/) xZ-y-^-fr- 
4 — f ^) xh+y) 7x-;Mf)i/f*) Bt=$ • ^f^f^ 




TLC:Rf 0.35 (^^-9- > : *Rif-^=2 : 1); 

NMR (CDCI3) : 5 8.08 (d, J = 8.4 Hz, 2H), 7.71 (d, J = 8.4 Hz, 2H), 7.21 (m, 1H), 
6.75-6.94 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H), 
2.99 (t, J = 6.6 Hz, 2H), 2.41 (s, 3H)» 
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(9 9) 

2- (3- (2- (5-* + »-2- (77>-2--f;W 




TLC : Rf 0.32(^\^-9-> I gt=$o.f-;U= 2 : 1); 

NMR(CDC1 3 ) : $ 7.52 (m, 1H), 7.21 (m, 1H), 6.86-6.96 (m, 3H), 6.79 (m, 1H), 
10 6.51 (m, 1H), 4.24 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.97 
(t, J = 6.6 Hz, 2H), 2.37 (s, 3H) e 

mm (100) 

2- (3- (5-^f;v-2-7x-^t+t , /-;i'-4-'f;i') * HfSO 

15 yx.-fr) gfcgg • ^fJl'XXfA' 




TLC:Rf 0.69(^^r"9-> : gt^x^;l/=2 I 1); 
20 NMR (CDC1 3 ) : S 7.98-8. 10 (m, 2H), 7.40-7.54 (m, 3H), 7.26 (m, 1H), 6.86-7.00 
(m, 3H), 4.99 (s, 2H), 3.68 (s, 3H), 3.61 (s, 2H), 2.44 (s, 3H) 0 
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liSMi (ion 

2- (3- (2- (5-^f^-2-7x-^f7/-;i/-4 -4 )V) 



TLC:Rf 0.56 (^^"9- > : Sfxf;v=2 : 1); 

NMR (CDC1 3 ) : 5 7.90-7.81 (m, 2H), 7.46-7.35 (m, 3H), 7.25-7. 16 (m, 1H), 6.87- 

6.78 (m, 3H), 4.32 (t, J = 6.8 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 3. 19 (t, J = 6.8 Hz, 
10 2H), 2.46 (s, 3H)„ 

2- (3- (3- (5-^f;i'-2-7x^tW-Jl'-4-^^) 7"n 



TLC:Rf 0.42(^*^> I &$x^=2 11); 

NMR (CDCI3) : S 7.94-8.04 (m, 2H), 7.36-7.50 (m, 3H), 7.22 (m, 1H), 6.76-6.90 
20 (m, 3H), 3.98 (t, J = 6.2 Hz, 2H), 3.69 (s, 3H), 3.59 (s, 2H), 2.70 (t, J = 7.0 Hz, 2H), 
2.28 (s, 3H). 2.15 (m, 2H)o 



5 
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2- (3- (2- (2-yx.-)\s**VS-P-4-'()V) x h^v) 7x - 



5 




tlc : Rf o.53(^^-9-> : ft^x^-;i/=2 : l); 

NMR (CDCI3) : 8 7.96-8.08 (m, 2H), 7.57 (s, 1H), 7.40-7.52 (m, 3H), 7.24 (m, 
1H), 6.80-6.92 (m, 3H), 4.28 (t, J = 6.6 Hz, 2H), 3.69 (s, 3H), 3.59 (s, 2H), 3.09 (t, J 
10 =6.6Hz,2H)o 

mm i no4) 

2- (3- (2- (5 ->f-;i/-2 - (4-y^DA^^7i-^) #*-9- 




TLC : Rf 0.67 (^*^ > I gfc®xf-;l/= 2:1); 

NMR (CDa 3 ) : S 7.88 (d, J = 8.4 Hz, 2H), 7.26 (d, J = 8.4 Hz, 2H), 7.21 (m, 1H), 
20 6.77-6.86 (m, 3H), 4.23 (t, J = 7.0 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.96 (t, J = 
7.0 Hz, 2H), 2.55 (m, 1H), 2.36 (s, 3H), 1.73-7.87 (m, 4H), 1.30-1.60 (m, 6H) 0 

mm (105) 

2- (3- (2- (5-^f-;i/-2- (3-^nn-4-^f;l'7x-)l') * 
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5 TLC : Rf 0.53 > : ^x^;W= 2 I 1 ) ; 

NMR (CDQ 3 ) : (5 7.96 (d, J = 1.8 Hz, 1H), 7.75 (dd, J = 8.0, .1.8 Hz, 1H), 7.28 (d, 
J = 8.0 Hz, 1H), 7.22 (m, 1H), 6.78-6.86 (m, 3H), 4.23 (t, J = 6.7 Hz, 2H), 3.68 (s, 
3H), 3.58 (s, 2H), 2.96 (t, J = 6.7 Hz, 2H), 2.40 (s, 3H), 2.37 (s, 3H) 0 

10 &MiMl (1 0 6) 

2- (3- (2- (5-^7-^-2- (4-v^f^75;7x^) 




15 

TLC : Rf 0.31 (^*-f> I gj;$a:?-;u= 2 II); 

NMR (CDC1 3 ) : 8 7.84 (d, J = 9.0 Hz, 2H), 7.21 (m, 1H), 6.78-6.87 (m, 3H), 6.71 

(d, J = 9.0 Hz, 2H), 4.23 (t, J = 6.8 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 3.01 (s, 6H), 
2.95 (t, J = 6.8 Hz. 2H), 2.34 (s, 3H) G 

20 

mmm\ (107) 

2- (3- (2- (5 -7x^tH , /-;l'- 4 -<i)V) x|- 
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TLC:Rf 0.61 I W|xf*=2 II); 

5 NMR (CDC1 3 ) : 5 7.94-8.04 (m, 2H), 7.37-7.50 (m, 3H), 7.21 (m, 1H), 6.75-6.89 

(m, 3H), 4.23 (t, J - 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.98 (t, J - 6.6 Hz, 2H), 
2.75 (q, J = 7.6 Hz, 2H), 1.31 (t, J » 7.6 Hz, 3H)„ 

mm no?) 

10 2- (3- (2- (5-*f-*-2- (4-y^7x-^) 




H 3 C 

15 TLC:Rf 0.62 (^^^ > : gf=$aL^;i/= 2 : 1 ) ; 

NMR (CDCI3) : 8 7.88 (d, J = 8.6 Hz, 2H), 7. 16-7.28 (m, 3H), 6.76-6.90 (m, 3H), 
4.23 (t, J = 6.8 Hz, 2H), 3.69 (s, 3H), 3.58 (s, 2H), 2.97 (t, J =6.8 Hz, 2H), 2.64 (t, J 
= 7.0 Hz, 2H), 2.36 (s, 3H), 1.62 (m, 2H), 1.34 (m, 2H), 0.93 (t, J = 7.4 Hz, 3H) e 

20 mmmi (\ o<n 

2- (3- (2- (5-^^-2 - (4-?on7x-ji/) ^^-9-V-;u- 
4-^f;i/) xh^rv) 7x-;u) gfcgl • >f-;i/x*-f;i/ 

127 



WO 99/46232 



PCT/JP99/01134 




TLC:Rf 0.54(^*4)-> I gt=$?x-^= 2 : 1); 

NMR (CDCI3) : S 7.91 (d, J = 8.6 Hz, 2H), 7.40 (d, J = 8.6 Hz, 2H), 7.21 (m, 1H), 
5 6.75-6.89 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.96(t, J = 6.6 
Hz, 2H), 2.37 (s, 3H) 0 

mm (HO) 

2- (3- (2- (5 -^f"^- 2 - (f*7i>-2-'f;i') 
10 -4-4)V) iKi') 7I-IP) gfcg£ • ^f^xxf^ 




TLC:Rf 0.43 : (fxf^Z : 1); 

15 NMR (CDCI3) : 8 7.58 (dd, J = 3.7, 1.2 Hz, 1H), 7.36 (dd, J = 5.2, 1.2 Hz, 1H), 
7.22 (m, 1H), 7.08 (dd, J = 5.2, 3.7 Hz, 1H), 6.77-6.88 (m, 3H), 4.22 (t, J = 6.6 Hz, 
2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.95 (t, J = 6.6 Hz, 2H), 2.35 (s, 3H) 0 

mm 1 nin 

20 2- (3 - (2 - (5-^f-^-2- (77>-2-^f;i/) * *W-)\<- 4 
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TLC:Rf 0.33 I SSIxf;V=2 II); 

NMR (CDC1 3 ) : S 7.51 (ra, 1H), 7.21 (m, 1H), 6.92 (d, J = 3.4 Hz, 1H), 6.78-6.87 
5 (m, 3H), 6.50 (dd, J = 3.4, 1.8 Hz, 1H), 4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.57 (s, 
2H), 2.96 (t, J = 6.6 Hz, 2H), 2.36 (s, 3H) Q 

mm 0 1 2) 

2- (3- (2- (5 -^f-;U-2 - (eV5? >-2->f )V) fWS-A'- 
10 4 — f ^) ^h*v) 7i-*) gfcgg • ^f;Vi7f^ 




TIjC:Rf 0J7 (ftgfcJ-f-/!/) ; 
15 NMR (CDCI3) : $ 8.70 (m, 1H), 8.05 (m, 1H), 7.78 (ddd, J = 7.8, 7.8, 1.6 Hz, 1H), 

7.31 (m, 1H), 7.21 (m, 1H), 6.76-6.86 (m, 3H), 4.25 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 
3.57 (s, 2H), 3.00 (t, J = 6.6 Hz, 2H), 2.43 (s, 3H)„ 

***1 U 1 3J 

20 2- (3 - (2 - (5 -^f-^-2- (2-^ Wx-;i/) ^•y-y-^ _ 
4--f;U) xh+y) 7i-*) Iffll'^f/l'W* 
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CH 3 



TLC : Rf 0.76(^*-fr> I ftjgxf;i/=2 : 1); 

NMR (CDCI3) : 8 7.91 (m, 1H), 7. 19-7.34 (m, 4H), 6.78-6.87 (m, 3H), 4.25 (t, J = 
5 6.8 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.98 (t, J = 6.8 Hz, 2H), 2.65 (s, 3H), 2.37 (s, 
3H) 0 

mum 1 clld 

2- (3- (2- (5-**-*-2- (3-^f^7x^;i/) 
10 A-4)V) 3-Y* : s) 7x-;i/) »j|.^f^i^ 



TLC.Rf 0.55 (^^-9- > : lMxf^«2 : l); 

15 NMR (CDCI3) : 5 7.75-7. 82 (m, 2H), 7. 17-7.35 (m, 3H), 6.78-6. 86 (m, 3H), 4.24 

(t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.40 (s, 3H), 
2.37 (s, 3H) 0 

mm OJL5J 

20 2 - (3 - (2 - (5-^^;U-2- (4-h ^^n^f ^7x-jl/) * 
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TLC:Rf 0.57(^*"9-> : ^^^^=2 : 1)J 

NMR (CDa 3 ) : $ 8.09 (d, J = 8.4 Hz, 2H), 7.68 (d, J = 8.4 Hz, 2H), 7.21 (m, 1H), 

5 6.75-6.90 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.99(t, J = 6.6 
Hz, 2H), 2.40 (s, 3H) 0 

*mmi (1 1 6) 

2- (3- (2- (5 2 - (4-7^*D7i^) 
10 xl>*y) 7i~;w) ftK-^f-^x^r*' 




TLC:Rf 0.51 (^^^ :ftKJtf-^=2 : l); 

15 NMR (CDC1 3 ) : S 7.91-8.04 (m, 2H), 7.05-7.24 (m, 3H), 6.75-6.92 (m, 3H), 4.23 
(t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.37 (s, 3H) 0 

mmmi (117) 

2- (3- (2- (5 -^f-^-2 - (4->7;7x-^) t^V-fr- 
20 71-^) |H|.^f*x7f* 
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TLC : Rf 0.37(^^r"9-> : ^oi^;l/=2 : 1); 

NMR (CDQ 3 ) : S 8.07 (d, J = 8.8 Hz, 2H), 7.71 (d, J = 8.8 Hz, 2H), 7.22 (m, 1H), 
6.78-6.87 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.98 (t, J = 
5 6.6 Hz, 2H), 2.40 (s, 3H) 0 

Q 1 8) 

2- (3- (2- (5-^^-2- (4-*f-JU-l, 2, 3-f7^TV 
10 /U-xX-fJl' 




CH 3 



TLC:Rf 0.49 : *»if-^= 2 : 1)1 

15 NMR (CDC1 3 ) : S 7.22 (m, 1H), 6.78-6.87 (m, 3H), 4.23 (t, J = 6.2 Hz, 2H), 3.68 
(s, 3H), 3.58 (s, 2H), 3.02 (s, 3H), 2.98 (t, J = 6.2 Hz, 2H), 2.41 (s, 3H) Q 

2- (3- (2- (5-^^-2- (2, 3, 5, 6 — f h 77**n- 4 
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F F 



TLC : Rf 0.58 (^^r-^> : BNR^f-^=2 I 1); 

NMR (CDC1 3 ) : 8 7.20 (m, 1H), 6.75-6.90 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.68 
(s, 3H), 3.58 (s, 2H), 3.02 (t, J = 6.6 Hz, 2H), 2.41 (s, 3H), 2.33 (s, 3H)„ 

mm mi (120) 

2- (3- (2- (5 - ^f-JU- 2 - (3--hO-4-^f^7xz;v) * 




TLC:Rf 0.33 (^+-9- > : ft»if^=2 I 1); 

NMR (CDCI3) : 5 8.55 (d, J - 1.6 Hz, 1H), 8.09 (dd, J = 8.0, 1.6 Hz, 1H), 7.41 (d, 
J = 8.0 Hz, 1H), 7.19 (m, 1H), 6.70-6.88 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.68 (s, 
3H), 3.58 (s, 2H), 2.98 (t, J = 6.6 Hz, 2H), 2.64 (s, 3H), 2.40 (s, 3H) 0 

2- (3- (2- (5-^^;P-2-v^nvs#v;v^-i\r-9-y > -;i/-4-yf;i,) 
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TLC : Rf 0.50(^^r-9-> : g^g?x^;i/=2 : 1); 

NMR (CDCI3) : S 7.21 (m, 1H), 6.76-6.86 (m, 3H), 4. 15 (t, J = 6.7 Hz, 2H), 3.69 
5 (s, 3H), 3.58 (s, 2H), 2.87 (t, J = 6.7 Hz, 2H), 2.69 (m, 1H), 2.24 (s, 3H), 1.96-2.08 
(m, 2H), 1.20-1.86 (m, 8H) 0 

mm (12 2) 

2- (3- (2- (5-p<f-;U-2-v^n^>^;i/^^-9-V-;i'-4-^;U) 




TLC :Rf 0.50(^*"9-> :ftK^f-^/=2 '. l)\ 
15 NMR (CDC1 3 ) : S 7.21 (m, 1H), 6.76-6. 86 (m, 3H), 4. 15 (t, J = 6.7 Hz, 2H), 3.69 
(s, 3H), 3.58 (s, 2H), 3.11 (m, 1H), 2.86 (t, J =6.7 Hz, 2H), 2.24 (s, 3H), 1.58-2.12 
(m, 8H) 0 

mmmi (123) 

20 2 - (3 - (2 - (5-^-^-2- (4-^>W7x^l/) t^V-V-fr 
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TLC:Rf o.55(^*-t> :gfc®^ 7-^=2 : i>; 

NMR (CDCI3) : S 7.88 (d, J = 8.0 Hz, 2H), 7.29 (d, J = 8.0 Hz, 2H), 7.17 (m, 1H), 
5 6.70-6.88 (m, 3H), 4.23 (t, J = 6.8 Hz, 2H), 3.68 (s, 3H), 3.57 (s, 2H), 2.96(t, J = 6.8 
Hz, 2H), 2.63 (t, J = 7.6 Hz, 2H), 2.36 (s, 3H), 1.64 (m, 2H), 1.20-1.42 (m, 4H), 
0.89 (t, J = 6.6 Hz, 3H) 0 

mm LL2JJ 
10 2- (3- (2- (5-P«f-^-2- (IfV ¥>-4-4 )V) 




15 TLC:Rf 0.22 (^*"9-> : Hs»x?-/l/= 1 : l ) ; 

NMR (CDCI3) : 8 8.90 (d, J = 6 Hz, 2H), 7.85 (d, J = 6 Hz, 2H), 7.20 (dd, J = 8, 8 
Hz, 1H), 6.95-6.80 (m, 3H), 4.25 (t, J = 6.5 Hz, 2H), 3.80 (s, 2H), 3.75 (s, 3H), 3.10 
(s, 2H), 3.00 (t, J = 6.5 Hz, 2H), 2.45 (s, 3H) 0 

20 mmm 1 (125) 

2- (3- (2- (5-^f-;i--2- (fV v>-3 -> f *) 
4-^;p) x^v) 7^-;w) gfc$ • *?)\, )V 
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CH 3 



CH 3 



TLC : Rf 0.33 ps*^ > : gfc$x^;P= 1:3)1 

NMR (CDC1 3 ) : S 9.22-9. 18 (m, 1H), 8.61 (dd, J = 5.0 Hz, 1.8 Hz, 1H), 8.25-8. 19 
5 (m, 1H), 7.37-7.16 (m, 2H), 6.85-6.76 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.66 (s, 3H), 
3.56 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.38 (s, 3H) 0 

mm (12 6) 

2- (3- (2- (5-^^-2- (fcf'J v>-4-^;l/) ^4r-9-V-;U- 
10 4-^^) .x|»3f5/) 7i-;W) gj:g£ • tf-A'JiXf'As 



Rfo.25 (^*-9-> : »KxfA/= 1:3); 

15 NMR (CDCI3) : S 8.71-8.67 (m, 2H), 7.83-7.80 (m, 2H), 7.26-7. 17 (m, 1H), 6.86- 
6.79 (m, 3H), 4.24 (t, J = 6.4 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.99 (t, J = 6.4 Hz, 
2H), 2.40 (s, 3H) 0 

mmi (127) 

20 2- (3 - (2 - (5-^^;U-2- f-frM^yVy- 1 -A )V) T 
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TLC:Rf 0.39(^OO^;ua : * 9J-)V=2 0 .* 1) ; 

NMR (CDC1 3 ) : 8 7.21 (m, 1H), 6.77-6.85 (m, 3H), 4. 19 (t, J = 7. 1 Hz, 2H), 3.68 

5 (s, 3H), 3.58 (s, 2H), 3.42 (m, 4H), 2.94 (t, J = 7. 1 Hz, 2H), 2.50 (m, 4H), 2.33 (s, 
3H), 2.25 (s, 3H) 0 

mm (12 8) 

2- (3- (2- (5-^^-)V-2-y^~)Vt^^~)^~ 4-4)V) j^Y 




TLCrRf 0.79(^xf-;n /\^r-9->= l : l); 

15 NMR(CDa 3 ): fi 7.98 (m, 2H), 7.50-7.35 (m, 3H), 7.24 (dd, J = 8.0, 8.0 Hz, 1H), 

6.95-6.80 (m, 3H), 4.58 (s, 2H), 4.25 (t, J =6.5 Hz, 2H), 3.96 (s, 2H), 2.98 (t, J = 
6.5 Hz, 2H), 2.38 (s, 3H), 1.47 (s, 9H)o 

$zmm i fi29) 

20 2 - (3 - (2 - (5-^f-;U-2- (tfV v>-3 **-9-V-;l/- 

4-^f;V) Xh^y) M* jtf-A/XX'f^ 
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TLC:Rf ai4(^tJ':llixf^-i : 2); 

NMR (CDCI3) : S 9.20 (d, J = 2 Hz, 1H), 8.65 (dd, J = 5, 2 Hz, 1H), 8.25 (m, 1H), 
5 7.35 (m, 1H), 7.20 (dd, J = 8, 8 Hz, 1H), 6.95-6.75 (m, 3H), 4.25 (t, J = 6.5 Hz, 2H), 
3.80 (s, 2H), 3.75 (s, 3H), 3.10 (s, 2H), 3.00 (t, J = 6.5 Hz, 2H), 2.40 (s, 3H) 0 

^Hkm 1 (13 0) 

2- (3- (2- (5-^9-^-2 - (4->f-;Wf-^7jc-;i/) ***)rV- 
10 At— 4-^)1^) x|>*y) 7x-;l/) M • ^f-MX^JU 




TLC : Rf 0.39(^^-9-^:^x^-^=2 : 1); 
15 NMR (CDCI3) : S 7.88 (d, J = 8.6 Hz, 2H), 7.27 (d, J = 8.6 Hz, 2H), 7. 17 (dd, J = 
7.8, 7.6 Hz, 1H), 6.70-6.88 (m, 3H), 4.22 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 
2H), 2.96 (t, J = 6.6 Hz, 2H), 2.51 (s, 3H), 2.37 (s, 3H) 0 

mffl 1 (13 1) 

20 2 - (3 - (2 - (5-p«^;U-2-v^a^ovf;l/^i|r , 9-V-^-4-'r;i/) 
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TLC:Rf o.39(^^-9-> : fti?i^;w= i : l); 

NMR (CDC1 3 ) : d 7.26-7. 16 (m, 1H), 6.85-6.76 (m, 3H), 4. 14 (t, J = 6.8 Hz, 2H), 
5 3.68 (s, 3H), 3.57 (s, 2H), 2.83 (t, J = 6.8 Hz, 2H), 2.21 (s, 3H), 2.04-1.90 (m, 1H), 
1.01-0.89 (m, 4H) 0 

mmmi a 3 2) 

2- (3- (2- (5-^^-2- (4--hn7x-^/) 




TLC:Rf o.57(^^r-9-> : M^f-;u=4 : 3); 

15 NMR (CDCI3) : * 8.29 (d, J = 9.0 Hz, 2H), 8.13 (d, J = 9.0 Hz, 2H), 7.22 (m, 1H), 
6.77-6.87 (m, 3H), 4.25 (t, J = 6.6 Hz, 2H), 3.86 (s, 3H), 3.58 (s, 2H), 3.00 (t, J = 
6.6 Hz, 2H), 2.42 (s, 3H) 0 

MMffl 1 (13 3) 

20 2 - (3 - (2 - (5-^f-/U-2- (+;'J y-2-4 fr) **^S-)V- 
4-J)l>) xh^-y) 7ix)l/) Ig^fjl/x^fiV 
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TLC:Rf 0.38(^*^> I Bfcg^f-^4 I 3) ; 

NMR(CDC1 3 ) : S 8.17-8.29 (m, 3H), 7.83 (m, 1H), 7.75 (m, 1H), 7.57 (m, 1H), 
5 7.22 (m, 1H), 6.78-6.86 (m, 3H), 4.29 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 
3.05 (t, J = 6.6 Hz, 2H), 2.49 (s, 3H) e 

*mmi (13 4) 

2- (3- (2- {S-**fr-2- (3-h'J7Wnn i lry7x-^) 




TLC:Rf 0.46 (^^-9"> :WfU^)^=2 \ l)\ 
15 NMR (CDC1 3 ) : d 7.91 (dt, J = 7.8, 1.2 Hz, 1H), 7.85-7.82 (m, 1H), 7.45 (t, J = 
7.8 Hz, 1H), 7.28-7.17 (m, 2H), 6.88-6.77 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.68 (s, 
3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.39 (s, 3H) 0 

3£WM 1 (13 5) 

20 2 - (3- (2 - (5->f-;U-2 - (2-b 'J7;u*cm h^y7x.-^) 
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TLC:Rf 0A3(^*Vy I »Rxf-^/= 2 I 1); 

NMR (CDC1 3 ) : S 8. 1 1-8.04 (m, 1H), 7.49-7.31 (m, 3H), 7.27-7. 16 (m, 1H), 6.88- 
5 6.76 (m, 3H), 4.25 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.99 (t, J = 6.6 Hz, 
2H), 2.39 (s, 3H)o 

-gmm 1 (13 6) 

2- (3- (2- (4-^f^-2-7x^;i/tH , /-^-5-'f^) iF 
10 *~>) 7x-;l/) • ^f-^x^f-A' 




TLC : Rf 0.37(^*-9"> :ftRif^/=2 I 1); 
15 NMR (CDCI3) : 5 8.02-7.95 (m, 2H), 7.49-7.38 (m, 3H), 7.28-7. 18 (m, 1H), 6.90- 

6.77 (m, 3H), 4.22 (t, J = 6.8 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 3. 16 (t, J = 6.8 Hz, 
2H), 2.22 (s, 3H) 0 

mm (13 7) 

20 2 - (3 - (2 - (5 -^A- 2 - (1, 3-*J***M>y>-5-4A') 
t^tV'-^-4-^f;l/) xK-» 7xz;Mh^fy) t -7*f ;I/X 

141 



WO 99/46232 



PCT/JP99/01134 




O CH 3 



CH 3 
CH 3 



TLC:Rf 0.83(^^r^> I ftftxf-A/= 1 : 1) ; 

NMR (CDC1 3 ) : 8 7.51 (dd, J - 8.0, 1.8 Hz, 1H), 7.43 (d, J = 1.8 Hz, 1H), 7.24 (t, 
5 J = 7.8 Hz, 1H), 6.97-6.79 (m, 4H), 6.01 (s, 2H), 4.58 (s, 2H), 4.23 (t, J = 6.8 Hz, 
2H), 3.96 (s, 2H), 2.95 (t, J = 6.8 Hz, 2H), 2.35 (s, 3H), 1.48 (s, 9H) C 



2- (3- (4- (4-^f^7i^) f-ry-JU-2->f fr* r**v) 7 
10 x-JMf-JI/f-*) 



MMM 1 T»ifi Ltzik&m (0.51 g) 4>^;-^-fh?KKn75> 
15 (8ml, 111) <Dfc&®miz®ML, 2N-*tftth 'J 7AMt 
(3.2ml) fc&nxT, ££?3B*W«#Lfc 0 HBM^£Ki&&*JJI]x.T, 

■^"CffgiJI U TTB1Mt<l**-r**»lflfl:lMfc (0.39 g) £f#jfc 0 
20 TLC : Rf 0.37 (SJxfjl/) ; 

NMR (CDCI3+4 drop of CD3OD) : 5 7.77 (2H, d, J=8.0Hz), 7.45 (1H, s), 7.23- 



mm 
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7.31 (3H, m), 6.91-7.05 (3H, m), 5.42 (2H, s), 3.83 (2H, s), 3.08 (2H, s), 2.39 (3H, 

S)o 

mtmi (1) ~*m«2 (13 7) 

mmm 1 -cnMLfzit^m<o^t> *) nzmmn id) -mmm 1 (137) 

**fcM2 (1) 

6- (3- (4- (4-^f^7x-;l/) f7V-Jl'-2-'f;M h^rv) 7 




TLC:Rf 0.41 (^^r-y-V : ^x^;l/= l ; l); 

NMR (CDC1 3 ) : S 7.78 (2H, d, J=8.0Hz), 7.43 (1H, s), 7.28-7.16 (3H, m), 6.90- 
6.78 (3H, m), 5.42 (2H, s), 2.60 (2H, t, J=7.5Hz), 2.39 (3H, s), 2.34 (2H, t, 
J=7.5Hz), 1.76-1.54 (4H, m), 1.46-1.24 (2H, m) 0 

mm L2J 

5- (3- (kf7 fr* Y**y) 7i-*) ^>*>$ 
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TLC:Rf 0.49 (SER^*) I 

NMR (CDCI3) : $ 7.58-7.64 (4H, m), 7.35-7.53 (5H, m), 7.21 (1H, m), 6.78-6.84 

5 (3H, m), 5.09 (2H, s), 2.62 (2H, t, J=7.0Hz), 2.38 (2H, t, J=7.0Hz), 1.64-1.72 (4H, 
m) 0 

mm (_D 

4- (3- (lf7i->U-4->f h*v) 7x-;W) 7*^& 

10 




TLC : Rf 0.67 (gfc^^W) ; 

NMR (dg-DMSO) : S 7.62-7.66 (4H, m), 7.31-7.51 (5H, m), 7.14 (1H, dd, J=7.5, 
15 7.5Hz), 6.71-6.82 (3H, m), 5.07 (2H, s), 2.52 (2H, t, J=7.0Hz), 2.06 (2H, t, 
J=7.0Hz), 1.74 (2H, tt, J=7.0, 7.0Hz) o 

4- (3- (4- (4->f^7xx^) f7y-^-2->fWh^y) 7 
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5 TLC:Rf 0.63 (ffiKxffl/) ; 

NMR (CDC1 3 ) : .5 7.78 (2H, d, J=8.0Hz), 7.43 (1H, s), 7.23 (2H, d, J=8.0Hz), 
7.22 (1H, m), 6.81-6.88 (3H, m), 5.41 (2H, s), 2.66 (2H, t, J=7.5Hz), 2.38 (3H, s), 
2.36 (2H, t, J=7.5Hz), 1.96 (2H, tt, J=7.5, 7.5Hz) 0 

10 %i mz (5) 

4- (3- (2- {5-*^-)\'-2--73--)\'**y-/-)\'-4-4)\') J^Y 




15 

TLC : Rf 0.47 (fc&3-?-)l>); 

NMR (CDC1 3 ) : S 7.94-8.02 (2H, m), 7.39-7.48 (3H, m), 7.18 (1H, m), 6.72-6.78 
(3H, m), 4.23 (2H, t, J=6.6Hz), 2.98 (2H, t, J=6.6Hz), 2.64 (2H, t, J=7.2Hz), 2.38 
(3H, s), 2.35 (2H, t, J=7.2Hz), 1.95 (2H, tt, J=7.2, 7.2Hz) 0 

20 

&mM2 (6) 
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6- (3- (2- (5-^-7 L ^-2-7x-;w**^V-rt'-4-'f;i') jc h 




TLC:Rf 0.41 (^OD*W : * 1 5 I 1) ; 

NMR (CDa 3 ) : 8 8.02-7.91 (2H, m), 7.49-7.36 (3H, m), 7.16 (1H, t, J=8.0Hz), 
6.78-6.69 (3H, m), 4.24 (2H, t, J=7.0Hz), 2.98 (2H, t, J=7.0Hz), 2.58 (2H, t, 
J=7.5Hz), 2.38 (3H, s), 2.34 (2H, t, J=7.5Hz), 1.75-1.54 (4H, m), 1.45-1.25 (2H, m) 0 

10 

-mm (7) 

5- (3- (2- (5-^f;v-2-7x-;VtW-^-4-^l/) 



TLC : Rf 0.36(^nn^;l/A : ^ ^/-;i/= l 5 : 1) ; 

NMR (CDC1 3 ) : S 8.04-7.92 (2H, m), 7.49-7.36 (3H, m), 7.17 (1H, t. J=8.0Hz), 

6.78-6.68 (3H, m), 4.24 (2H, t, J=7.0Hz), 2.98 (2H, t, J=7.0Hz), 2.68-2.53 (2H, m), 
20 2.45-2.30 (5H, m), 1.79-1.56 (4H, m) 0 

mm (81 

2- (3- (3- (fcT7x-;P-4 — h**s) 7x-;u) ^ne^ft) 
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5 TLC.Rf 0.38(?nn*;i/A I * 9S—A/= 1 o : 1) ; 

NMR (CDa 3 ) : 8 7.35-7.64 (9H, m), 7.22 (1H, m), 6.78-6.86 (3H, m), 5.09 (2H, 
s), 3.25 (2H, s), 2.70 (2H, t, J=7.5Hz), 2.67 (2H, t, J=7.5Hz), 1.94 (2H, tt, J=7.5, 
7.5Hz) 0 

10 M1fcM2 (9) 

2 - (3 - (3 - (4 - (4-^f^7x-;i/) f7y-;l/-2--f;M 




15 

TLC-.Rf o.4i (^dd*w : * 9j-)\,= i o : i) ; 

NMR (CDC1 3 ) : 8 7.75 (2H, d, J=8.0Hz), 7.43 (1H, s), 7.18-7.26 (3H, m), 6.80- 

6.91 (3H, m), 5.44 (2H, s), 3.23 (2H, s), 2.71 (2H, t, J=7.4Hz), 2.65 (2H, t, 
J=7.4Hz), 2.38 (3H, s), 1.93 (2H, tt, J=7.4, 7.4Hz) 0 
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mu m 2 do) 

6- (2- (2- ( 5 - ^f ^- 2 - 7i-^t+t7-^- 4 - 'f ^ 




tlc : Rf o.50(*no*;i/A : ?;-)V= l o : l) ; 

NMR (CDC1 3 ) : 5 7.95-8.00 (2H, m), 7.39-7.44 (3H, m), 7.07-7. 17 (2H, m), 6.81- 
10 6.88 (2H, m), 4.23 (2H, t, J=6.7Hz), 3.00 (2H, t, J=6.7Hz), 2.57 (2H, t, J=7.3Hz), 
2.37 (3H, s), 2.30 (2H, t, J=7.4Hz), 1.46-1.69 (4H, m), 1.22-1.40 (2H, m) 0 

m m (1 1) 

2- (3- (e7i-^-4-^f;Mh*'» 7x-Wf)Pf*) $ffl. 

15 




TLC:Rf 0.39 (fife&xf-fl') I 

NMR (CDC1 3 ) : <J 7.60-7.64 (4H, m), 7.22-7.53 (6H, m), 6.89-7.02 (3H, m), 5. 11 
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(2H, s), 3.83 (2H, s), 3.10 (2H, s)„ 

mm 2 (i2) 

2- (3- (2- (5-^f^-2-7x-;i//}-^* , /-;V-4-'f^) ach 
5 7x^JMf^ft) ftlfi 



TLC:Rf 0.33 (gfc$x?-;U) ; 
10 NMR (CDC1 3 ) : S 7.95-8.00 (2H, m), 7.40-7.47 (3H, m), 7.21 (1H, dd, J=8.0, 
8.0Hz), 7.03 (1H, dd, J=2.0, 1.0Hz), 6.88 (1H, ddd, J=8.0, 3.0, 2.0Hz), 6.81 (1H, 
ddd, J=8.0, 3.0, 1.0Hz), 4.28 (2H, t, J= 7.5Hz), 3.86 (2H, s), 3.16 (2H, s), 2.98 (2H, 
t, J=7.5Hz), 2.39 (3H, s)o 

15 mmm2 (13) 

5- (2- (2- (5-^f^-2-7x-;^^y-^-4-^) 3-Y 
*v) 7^-;i/) s<y?>& 



TLC:Rf o.58(^na*;i/A : *9j-fr=$ : 1); 

NMR (CDCI3) : S 8.00-7.95 (2H, m), 7.50-7.35 (3H, m), 7.20-7.05 (2H, m), 6.90- 
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6.80 (2H, m), 4.25 (2H, t, J = 7 Hz), 3.05 (2H, t, J = 7 Hz), 2.60 (2H, t, J = 7 Hz), 
2.40 (3H, s), 2.35 (2H, t, J = 6 Hz), 1.80-1.50 (4H, m) 0 

mm (14) 

5 6- (2- (4- (4-^Wx-;i/) h*v) y 




10 TLC:Rf 0.76 fr) ; 

NMR (CDa 3 ) : 6 7.79 (2H, d, J=8.4Hz), 7.44 (1H, s), 7. 15-7.26 (4H, m), 6.91- 
6.98 (2H, m), 5.41 (2H, s), 2.73 (2H, t, J=7.4Hz), 2.38 (3H, s), 2.36 (2H, t, 
J=7.3Hz), 1.62-1.78 (4H, m), 1.37-1.52 (2H , m) 0 

15 mmm2 n s) 

2- (3- (3- (2- (5-^f^-2-7i-WtV"-^-4-^^) 




TLC : Rf 0.42(*nn#;i/A : * ? ;-)i = l o : 1); 
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NMR (CDa 3 ) : $ 7.94-7.98 (m, 2H), 7.41-7.44 (m, 3H), 7.16 (dd, J = 7.7, 7.7 Hz, 
1H), 6.89 (m, 1H), 6.72-6.76 (m, 2H), 4.29 (t, J = 7.2 Hz, 2H), 3.23 (s, 2H), 3.01 (t, 
J = 7.2 Hz, 2H), 2.72 (t, J = 6.7 Hz, 2H), 2.66 (t, J = 6.7 Hz, 2H), 2.40 (s, 3H), 1.94 
(tt, J = 6.7, 6.7 Hz, 2H) 0 

5 

mm (16) 

2- (3- (2- (tT7i-;P-4 3~Y*v) 7x-;Mf^ft) 



10 




TLC:Rf 0.43(?nn*;i/A : ;*?y-;l/=l 0 : 1); 

NMR (CDCI3) : S 7.52-7.61 (m, 4H), 7.34-7.47 (m, 5H), 7.23 (dd, J = 8.0, 8.0 Hz, 
1H), 6.80-6.92 (m, 3H), 4.21 (t, J = 6.8 Hz, 2H), 3.81 (s, 2H), 3.14 (t, J = 6.8 Hz, 
15 2H), 3.11 (s,2H) 0 



^*fefll2 (1 7) 

2- (4 -*nn-3 - (2- (5->f;i/-2-7x-;l/tW-;V-4 
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TLC:Rf 0.38 (tK: *9 J-fr\ ^oo*w=i : 10 : 100); 
NMR (CDC1 3 ) : 8 7.99 (m, 2H), 7.50-7.40 (m. 3H), 7.28 (d, J » 8.0 Hz, 1H), 7. 15 
(d, J = 2.0 Hz, 1H), 6.82 (dd, J = 8.0, 2.0 Hz, 1H), 6.30 (br., 1H), 4.38 (t, J = 6.5 Hz, 
2H), 3.85 (s, 2H), 3.18 (s, 2H), 3.03 (t, J = 6.5 Hz, 2H), 2.42 (s, 3H) Q 

mm (is) 

2- (4 -^nn-3 - (4- (4-^f;l'7xx^) f. 7 >/_ ;u _ 2 ->f ;u 



10 




TLC:Rf 0.42 (7K :*9J-fr\ ?on*W= 1 : 10: 100); 
NMR (CDCI3) : S 7.73 (d, J = 8.0 Hz, 2H), 7.44 (s. 1H), 7.33 (d, J = 8.0 Hz, 1H), 
7.22 (d, J = 8.0 Hz, 2H), 7. 11 (d, J = 2.0 Hz, 1H), 6.91 (dd, J = 8.0, 2.0 Hz, 1H), 
15 5.50 (s, 2H), 3.80 (s, 2H), 3.04 (s, 2H), 2.37 (s, 3H)o 

«*«2 U 8 ) 

2- (3- (tf7a:^;l'-4--f h^v) -4-^OU7x^MW 
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TLC:Rf 0.34 (7lC : * 9 J -fr \ ^OD*W= 1 : 10: 100); 

NMR (CDa 3 ) : S 7.65-7.35 (m, 9H), 7.33 (d, J = 8.0 Hz, 1H), 7.01 (d, J = 2.0 Hz, 

1H), 6.87 (dd, J = 8.0, 2.0 Hz, 1H), 5.20 (s, 2H), 3.79 (s, 2H), 3.02 (s, 2H) 0 

mm (2 0) 

2 - (3- ( (2E) -3 - (t*7x-*-4-^b) y 




OH 



TLC : Rf 0.29 (?nD*W;^; -)V= 10: 1 ) ; 

NMR(CDC1 3 ) : 8 7.22-7.62 (m, 10H), 6.74-6.97 (m, 4H), 6.45 (dt, J = 16.0, 5.6 
Hz, 1H), 4.73 (d, J = 5.6 Hz, 2H), 3.84 (s, 2H), 3.12 (s, 2H) 0 

mm (2 1) 

2- (3- (3- (lf7i-;i'-4-^l') 7*n>K+y) 7x^;Mf^ft) 
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TLC : Rf 0.29(?nn*;i/A : ^ ? J-)V=2 0 : 1) ; 
5 NMR (CDa 3 ) : S 7.19-7.61 (m, 10H), 6.78-6.93 (m, 3H), 4.00 (t, J = 6.1 Hz, 2H), 
3.82 (s, 2H), 3.12 (s, 2H), 2.86 (t, J = 7.6 Hz, 2H), 2.14 (tt, J = 7.6, 6.1 Hz, 2H) 0 

iii^ (2 2) 

2- (3- (2- (5-^f-;W-2 -7x-^tW-;i'-4-^) x). 




TLC : Rf 0.52(^nn*;i/A : ^^y-;U=9 I 1); 
15 NMR (CDC1 3 ) : 5 8.00-7.90 (m, 2H), 7.45-7.35 (m, 3H), 7.20 (t, J = 7.5 Hz, 1H), 

6.90-6.75 (m, 3H), 4.20 (t, J = 7 Hz, 2H, ), 3.60 (s, 2H), 2.95 (t, J = 7 Hz, 2H), 
2.35(s, 3H) 0 

mm (2 3) 

20 2 - (3 - (H*7x-;i/-4-^Wh*-» tf'Jv>-5 — f Jl^^f-*) 

mk 
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TLC:Rf 0.14 (7ft: *9.J-fr\ ^OD*W=l : 1 0 ! 100); 
5 NMR (DMSOde) : S 8.27 (d, J = 3.0 Hz, 1H), 8. 12 (d, J = 1.5 Hz, 1H), 7.75-7.30 
(m, 10H), 5.23 (s, 2H), 3.83 (s, 2H), 3.15 (s, 2H) 0 

%m M2 (2 4) 

2- (3- (4* -7 , ne^tT7i-;i'-4-'f^ h*v) 7x-;Mf;p 

io wm 



TLC:Rf 0.41 (gfc&x-f ;i/) ; 
15 NMR (CDC1 3 ) : * 7.60 (d, J = 8.3 Hz, 2H), 7.51 (d, J = 8.2 Hz, 2H), 7.48 (d, J = 
8.3 Hz, 2H), 7.26 (dd, J = 7.8, 7.8 Hz, 1H), 7.25 (d, J = 8.2 Hz, 2H), 6.88-7.01 (m, 
3H), 5. 10 (s, 2H), 3.83 (s, 2 H), 3. 10 (s, 2H), 2.63 (t, J =7.4 Hz, 2H), 1.68 (tq, J = 
7.4, 7.4 Hz, 2H), 0.97 (t, J = 7.4 Hz, 3H) Q 
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mm (25) 

2- (3- (4- (fcf'J v>-4 ->r/u) 7x^;M h+y) 7i^iMf)l' 



5 




TLC : Rf 0.47(^nn^jUA : ^^y-;i/=5 : 1); 

NMR (CDC1 3 + 17 drops of CD3OD) : 8 8.53 (d, J = 5.8 Hz, 2H), 7.61 (d, J = 8.0 

Hz, 2H), 7.49-7.52 (m, 4H), 7.18 (dd, J = 7.7, 7.7 Hz, 1H), 6.80-6.95 (m, 3H), 5.07 
10 (s, 2H), 3.76 (s, 2H), 3.02 (s, 2H) 0 

mtkM2 (2 6) 

2- (3- (4- (H'V Vy-Z-4 *) 7i-;M^-» 7x^;MfJl 




TLCiRf 0.44(^on*;l/A : p< ^y-;i/=5 : 1) ; 

NMR (DMSO-de) : 5 8.88 (d, J = 1.5 Hz, 1H), 8.56 (dd, J =4.8, 1.5 Hz, 1H), 8.05 
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(m, 1H), 7.72 (d, J = 8.0 Hz, 2H), 7.54 (d, J = 8.0 Hz, 2H), 7.48 (m, 1H), 7. 19 (dd, J 
= 8.0, 8.0 Hz, 1H), 6.86-6.9 9 (m, 3H), 5.11 (s, 2H), 3.73 (s, 2H), 2.99 (s, 2H) 0 

MMLZ (2 7) 

5 2- (3- (4- (i, z - y yy - 5 -4 )v) 7x-^^ h*v) 



10 TLC:Rf 0.28 (?nn*;WA : * i o : 1) ; 

NMR (CDC1 3 ) : S 7.53 (d, J = 8. 1 Hz, 2H), 7.47 (d, J = 8.1 Hz, 2H), 7.26 (dd, J = 
7.8, 7.8 Hz, 1H), 6.86-7.07 (m, 6H), 6.00 (s, 2H), 5.09 (s, 2H), 3.83 (s, 2H), 3.10 (s, 
2H) 0 ' 

15 mmm 2(28) 

2- (3- (4- (fcfyy>-2 -r^f*) 7x-;MKv) 7xz^>fji. 
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TLC:Rf 0.50(?nn*;i/A : * 1 0 : 1) ; 

NMR (CDa 3 +3 drops of CD 3 OD) : S 8.64 (ddd, J = 5.0, 1.6, 1.4 Hz, 1H), 7.90 (d, 

J = 8.6 Hz, 2H), 7.67-7.82 (ra, 2H), 7.51 (d, J = 8.6 Hz, 2H), 7.18-7.29 (m, 2H), 
5 6.84-6.94 (m, 3H), 5.13 (s, 2H), 3 .77 (s, 2H), 3.00 (s, 2H) Q 

g*fcfl«2 (2 9) 

2- (5- (tr 7z^-4 — f fr* h*v) - 2 -- h uy 




TLC:Rf 0.40(^no*;i/A : ^ ^y-;i/= 1 0 I 1) ; 

NMR (CDCI3) : S 8. 16 (d, J = 9.0 Hz, 1H), 7.56-7.65 (m, 4H), 7.32-7.51 (m, 5H), 
15 7.04 (d, J = 2.8 Hz, 1H), 6.99 (dd, J = 9.0, 2.8 Hz, 1H), 5.21 (s, 2H), 4.25 (s, 2H), 
3.09 (s, 2H) 0 

mmm2 (30) 

2- (3- (tf7ai-;u-4 -4 -4-- b n-7^^;u>f-;i/^ 

20 *) 
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TLC : Rf 0.25 nn*W : ^ ? J -;l> = 1 0 I 1 ) \ 

NMR (CDa 3 ) : 8 7.85 (d, J = 8.4 Hz, 1H), 7.35-7.64 (m, 9H), 7. 17 (d, J= 1.6 Hz, 
1H), 7.00 (dd, J = 8.4, 1.6 Hz, 1H), 5.29 (s, 2H), 3.84 (s, 2H), 3.03 (s, 2H) e 

mm Oil} 

2- (3- (4- (1, 3->*tn^>/>-4-^^) 7x^Mf^fy) 
7 ^f-jV^-t) 




TLC : Rf 0.35(^dd*;ua ; * y -;i/= 10: 1) ; 

NMR (CDC1 3 ) : $ 7.73 (d, J = 8.5 Hz, 2H), 7.50 (d, J = 8.5 Hz, 2H), 7.25 (dd, J = 

8.0, 8.0 Hz, 1H), 6.80-7.08 (m, 6H), 6.01 (s, 2H), 5. 11 (s, 2H), 3.82 (s, 2H), 3.08 (s, 
2H) 0 

2- (3- (2-7x-;i/f7V-;i/-4-'f;i/>h#V) 7x^;Mf;i/f 
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5 TLC:Rf 0.42 n o*;UA : * ? J l 0 : 1 ) ; 

NMR (CDC1 3 ) : S 8.80 (brs, 1H), 7.90-7.96 (m, 2H), 7.40-7.45 (m, 3H), 7.32 (s, 

1H), 7.25 (dd, J = 7.8, 7.8 Hz, 1H), 6.89-7.03 (m, 3H), 5.27 (s, 2H), 3.82 (s, 2H), 
3.09 (s, 2H)„ 

10 mrnn (33) 

2- (3- (2- (5 2- (4-^f^7x-;i/) 




15 

TLC:Rf 0.42(?on*;!/.k : *?;-)V=\ o : 1); 

NMR (CDCI3) : 8 7.86 (d, J = 8.0 Hz, 2H), 7.25-7.17 (m, 3H), 7.07 (s, 1H), 6.88 
(d, J = 7.8 Hz, 1H), 6.80 (dd, J = 8.0, 1.4 Hz, 1H), 4.29 (t, J = 7.7 Hz, 2H), 3.87 (s, 
2H), 3.18 (s, 2H), 2.96 (t, J = 7.7 Hz, 2H), 2.39 (s, 3H), 2.37 (s, 3H) C 

20 

**fc*l2 (3 4) 

2- (3- (2- (2-7x-;Vf77-;l'-4-'f^) iRy) 71-^ 

t+fri-*) mm. 
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TLC :Rf 0.46(^nn^;UA : ^ ?;-fr= l 0 ! 1) ; 
5 NMR(CDa 3 ): d 7.90-7.95 (m, 2H), 7.39-7.46 (m, 3H), 7.23 (dd, J = 7.8, 7.8 Hz, 
1H), 7.08 (s, 1H), 6.81-6.98 (m, 3H), 4.38 (t, J = 7.0 Hz, 2H), 3.83 (s, 2H), 3.30 (t, J 
= 7.0Hz,2H), 3.12 (s, 2H)„ 

•£foM2 (3 5) 

10 2- (3- (2- (5 f-JW- 2 - (4-h'J7;l'tn^fjl/7x-;i/) * 




15 TLC:Rf 0.27 d n*;i/A : > * y -;V= 1 o : 1 ) ; 

NMR (CDC1 3 ) : 5 8.09 (d, J = 9.0 Hz, 2H), 7.70 (d, J = 9.0 Hz, 2H), 7.22 - 6.79 

(m, 4H), 4.29 (t, J = 7.5 Hz, 2H), 3.86 (s, 2H), 3.17 (s, 2H), 2.99 (t, J = 7.5 Hz, 2H), 
2.42 (s, 3H)o 

20 mmm2 (3 6) 

2- (3- (2- (2-7x^^7-^-4-^^) xh^rv) y^- 
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TLC : Rf 0.34(^nn^;i/A : > ^y-;u= 1 o : 1) ; 

NMR (CDa 3 ) : 8 7.99-8.04 (m, 2H), 7.58 (s, 1H), 7.42-7.47 (m, 3H), 7.23 (dd, J 
5 - 7.7, 7.7 Hz, 1H), 6.89-6.95 (m, 2H), 6.83 (dd, J = 7.7, 2.5 Hz, 1H), 4.30 (t, J = 7. 1 
Hz, 2H), 3.84 (s, 2H), 3.14 (s, 2H), 3.08 (t, J = 7.1 Hz, 2H) 0 

*» W2 (3 7) 

2- (3- (2- (5 2- (4-7JV*n7i-Jl/) **W-n< 
io -4-4^) -xb*v) 7x-;Mf;i/f*) 



TLC: Rf 0.39(^nn^;i/A : *$J-)\/=\ 0 : 1); 
15 NMR (CDC1 3 ) : <J 7.97 (dd, J = 8.8, 5.2 Hz, 2H), 7.24-7.07 (m, 3H), 6.97 (m, 1H), 
6.89 (d, J = 7.6 Hz, 1H), 6.79 (dd, J = 8.0, 1.8 Hz, 1H), 4.25 (t, J = 7.1 Hz, 2H), 
3.82 (s, 2H), 3.13 (s, 2H), 2.9 7 (t, J = 7.1 Hz, 2H), 2.37 (s, 3H) C 

mt&m mi) 

20 2 - (3 - (2 - (5 2 - (1, 3-*J**4M>r>-5-4A') 




or 



OH 



CH 3 



O 
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TLC:Rf 0.30(>nn^;UA : ^ ^y-;p= l 0 : 1) ; 

NMR (CDC1 3 ) : d 7.53 (d, J = 8.4 Hz, 1H), 7.44 (d, J = 2.0 Hz, 1H), 7.21 (t, J = 
5 7.9 Hz, 1H), 7.05 (s, 1H), 6.90-6.78 (m, 3H), 6.02 (s, 2H), 4.27 (t, J = 7.4 Hz, 2H), 
3.87 (s, 2H), 3.18 (s, 2H), 2,95 (t, J = 7.4 Hz, 2H), 2.36 (s, 3H)„ 

5- (3- (3- (5-^f^-2-7x-;i/W/-^-4-^f;v) ~fu 




TLC: Rf 0.63(^nn^;i/A : ^ ^y-;u=9 : 1) ; 
15 NMR (CDC1 3 ) : S 8.05 -7.95 (m, 2H), 7.50-7.40 (m, 3H), 7. 15 (m, 1H), 6. 80-6.70 
(m, 3H), 4.00 (t, J = 6 Hz, 2H), 2.75 (t, J = 7 Hz, 2H), 2.60 (m, 2H), 2.35 (m, 2H), 
2.30 (s, 3H), 2.15 (m, 2H), 1.75-1.60 (m, 4H) 0 

***I2 (4 0) 

20 2 - (3 - (2 - (5 f-;i/- 2 - (4-?do7x^) ^^y- }l/ - 



163 



WO 99/46232 



PCT/JP99/01134 




TLC:Rf 0.29(^OD*;i/A : ^ ^y-;i/= l 0 : 1) ; 

NMR (CDC1 3 ) : S 7.92 (d, J = 8.8 Hz, 2H), 7.41 (d, J = 8.8 Hz, 2H), 7.21 (t, J = 
5 7.9 Hz, 1H), 7.02 (m, 1H), 6 89 (d, J = 8.0Hz, 1H), 6.81 (d, J = 8.0 Hz, 1H), 4.27 (t, 
J = 7.8 Hz, 2H), 3 86 (s, 2H), 3.16 (s, 2H) , 2.97 (t, J = 7.8 Hz, 2H), 2 39 (s, 3H) 0 

mmm 2(41) 

2- (3- (5-^f^-2-7ii^W-^-4-^;Mh + y) 7 

10 %m. 




TLC : Rf 0.37 (*nn#jWA : ^ ?y-;u=g ; i) ; 
15 NMR (CDd 3 ) : 8 8.05 -7.95 (m, 2H), 7.50-7.40 (m, 3H), 7.25 (dd, J = 7.5, 7.5 Hz, 
1H), 7.05 (m, 1H), 6.95-6.85 (m, 2H), 5.05 (s, 2H), 3.80 (s, 2H), 3.15 (s, 2H), 2.45 
(s, 3H) 0 

mm (4 2) 

20 2 - (3 - (3 - (5 JU-2 -7iiWW-A'-4 7u 
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TLC:Rf 0.42(^nD*;l/A : ^ ^y-;V=9 I 1) ; 

NMR (CDCI3) : S 8.00 -7.90 (m, 2H), 7.45-7.40 (m, 3H), 7.25 (dd, J - 8, 8 Hz, 

5 1H), 6.95-6.85 (m, 2H), 6.80 (m, 1H), 4. 15 (t, J = 6.5 Hz, 2H), 3.85 (s, 2H), 3. 10 (s, 
2H), 2.65 (t, J - 7.5 Hz, 2H), 2.30 (s, 3H), 2.10 (m, 2H)« 

(4 3) 

2- (3- (2- (5->f^-2-7i-A/tW-^-4-'f;i/) 
10 ^v) 7i-^) - 2 -^f-^yo/Ogfc 




TLCtRf 0.51 (^nnWA : *y-;t,= 1 0 : 1) ; 
15 NMR (CDQ 3 ) : <5 7.96-8.01 (m, 2H), 7.40-7.45 (m, 3H), 7.22 (dd, J = 8.0, 8.0 Hz, 
1H), 6.92-6.98 (m, 2H), 6.78 (m, 1H), 4.22 (t, J = 6.6 Hz, 2H), 2.98 (t, J = 6.6 Hz, 
2H), 2.36 (s, 3H), 1.57 (s, 6H ) 0 

■mm (44) 

20 2 - (3 - (2 - (5 -^f-^- 2 - (2-^f^7x-^) t^y-A-- 
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TLC:Rf 0.38(^nrn^;l/A : >^/-;i/=l 0 : 1); 

NMR (CDCI3) : S 7.89 (m, 1H), 7.33-7. 17 (m, 4H), 6.99-6.79 (m, 3H), 4.29 (t, J = 
5 7.2 Hz, 2H), 3.83 (s, 2H), 3.12 (s, 2H), 2.99 (t, J = 7.2 Hz, 2H), 2.61 (s, 3H), 2.39 (s, 
3H) 0 

mm (45) 

2- (3- (2- (5 -^f-JU-2 - *^y->u_ 
10 4 — f ^) xh^py) 7jl-;1/^^^^^) BEg£ 




TLC : Rf 0.39(?nn*;i/A : ^y-;l/= 1 0 I 1) ; 
15 NMR (CDCI3) : 8 7.79 (m, 2H), 7.37-7. 17 (m, 3H), 7.03 (m, 1H), 6.88 (d, J = 7.4 
Hz, 1H), 6.81 (m, 1H), 4.28 (t, J = 7.2 Hz, 2H), 3.86 (s, 2H), 3.16 (s, 2H), 2.98 (t, J 
= 7.2 Hz, 2H), 2.40 (s, 3H), 2.39 (s, 3H) C 

mm (4 6) 

20 2 - (3 - (2 - (5 -^f-^-2 - (4-^h+v7x-^) **-^v*-;u 
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TLC :Rf 0.43(?nn*;i/A : *?y-;l/=l 0 : 1); 

NMR (CDa 3 ) : S 7.92 (d, J = 9.0 Hz, 2H), 7.20 (dd, J = 7.9, 7.9 Hz, 1H), 7.05 (m, 
5 1H), 6.95 (d, J = 9.0 Hz, 2H), 6.78-6.90 (m, 2H), 4.27 (t, J = 7.4 Hz, 2H), 3.86 (s, 
2H), 3.85 (s, 3H), 3.17 (s, 2H), 2.96 (t, J = 7.4 Hz, 2H), 2.36 (s, 3H) a 

**«2 (4 7) 

2- (3- (2- (5 - (4--hD7x-^/) ^Hf-;/-^- 

10 xf^v) 7x-*>W*) BfcK 




TLC : Rf 0.48(^nn*;l/A : ^^y-;i/=9 : 1); 
15 NMR(CDC1 3 ): <J 8.29 (d, J = 9.0 Hz, 2H), 8.13 (d, J = 9.0 Hz, 2H), 7.22 (dd, J = 
8.0, 8.0 Hz, 1H), 6.88-6.94 (m, 2H), 6.80 (dd, J = 8.0, 1.6 Hz, 1H), 4.27 (t, J = 6.5 
Hz, 2H), 3.82 (s, 2H), 3.13 (s, 2H), 3.00 (t, J = 6.5 Hz, 2H), 2.43 (s, 3H)o 

mm (4 8) 

20 2 - (3 - (2 - (5-^^^-2-7x-;i/^4r-9-V-;i/-4-'f xf 
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TLC :Rf 0.26(^nn^;i/A : ^ ? j tK= 1 0 0 : 1 0 : 1 ) ; 
NMR (CDa 3 ) : S 7.95-8.00 (m, 2H), 7.41-7.47 (m, 3H), 6.93 (m, 1H), 6.89 (m, 
5 1H), 6.81 (dd, J = 2.0, 2.0 Hz, 1H), 4.27 (t, J = 7.2 Hz, 2H), 3.81 (s, 2H), 3.17 (s, 
2H), 2.97 (t, J = 7.2 Hz, 2H), 2. 39 (s, 3H) 0 

**«2 (4 9) 

2- (3- (2- (5->f;i'-2-7x-;i/tny->-4-^;v) xj> 
10 - 2 -^f^7xz;Mf;i/f^) gj=$ 




TLC:Rf 0.29 uu*)U& : * ? J -;l/= 1 0 : 1) ; 
15 NMR (GDC1 3 ) : 8 8.00-7.95 (m, 2H), 7.45-7.40 (m, 3H), 7.06 (t, J = 8.0 Hz, 1H), 
6.85-6.78 (m, 2H), 4.23 (t, J = 6.5 Hz, 2H), 3.84 (s, 2H), 3.13 (s, 2H), 3.01 (t, J = 
6.5 Hz, 2H), 2.38 (s, 3H), 2.22 (s, 3H) 0 

(SO) 

20 2 - ( 1 - (3 - (2 - (5 -^f-^-2-7x.-;U**-9-y-;i/-4--f;i/) 
xh^rv) -7jl^;1/) gj=$ 
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TLC : Rf 0.38(*nn*;i/£ : y ?y-;i,= l 0 : 1) ; 

NMR (CDCl 3 ) : 8 8.00-7.94 (m, 2H), 7.46-7.39 (m, 3H), 7.23 (t, J = 7.8 Hz, 1H), 
5 7.01 (bis, 1H), 6.93 (brd, J = 8.0 Hz, 1H), 6.83-6.78 (m; 1H), 4.27 (t, J = 7.2 Hz, 
2H), 4.18 (q, J =7.0 Hz, 1H), 3.06 (d, J = 15.6 Hz, 1H), 3.04(d, J= 15.6 Hz, 1H), 
2.96 (t, J = 7.2 Hz, 2H), 2.38 (s, 3H), 1.58 (d, J = 7.0 Hz, 3H) 0 

mmm 2 (51) 

10 2- (3- (2- (5-^7-^-2 -7x-ji/t^t/-;i/-4 --r;v) -1 




15 TLC : Rf 0.37 n n : y ? y -;i/= 1 0 : 1 ) ; 

NMR (CDCI3) : S 8.00-7.94 (m, 2H), 7.45-7.38 (m, 3H), 7. 18 (t, J = 7.2 Hz, 1H), 
7.04 (brs, 1H), 6.89-6.77 (m, 2H), 4.77 (m, 1H), 3.83 (s, 2H), 3.16 (d, J = 15.0 Hz, 
1H), 3. 10 (d, J « 15.0 Hz, 1H), 3.01 (dd, J - 14 .2, 5.4 Hz, 1H), 2.63 (dd, J = 14.2, 
7.8 Hz, 1H), 2.35 (s, 3H), 1.34 (d, J = 6.2 Hz, 3H) 0 

20 

mm L§-2j 

2- (3- (2- (5-h';7;i/5j-ny^;i/-2-7i-;i/^-^r-9-y-;W-4 

169 



WO 99/46232 



PCT/JP99/01134 




TLC : Rf 0.23(^nn^;i/A : ^ ^y-;l/=2 0 : 1) ; 
5 NMR (CDC1 3 ) : S 8. 10-8.01 (m, 2H), 7.58-7.42 (m, 3H), 7.22 (t, J = 8.0Hz, 1H), 
6.96-6.87 (m, 2H), 6.81 (m, 1H), 4.31 (t, J =7.0 Hz, 2H), 3.81 (s, 2H), 3.20 (t, J = 
7.0Hz,2H), 3.10 (s, 2H) 0 

10 2- (3- (2- (5-^fil'-2-7x-;i't^y-;i'-4-'f;i/) 7u 




15 TLC : Rf 0.38 (^4MJ-> : gf:$J^;l/ = 1 : 3) ; 

NMR (CDC1 3 ) : 5 8.00-7.91 (m, 2H), 7.38-7.33 (m, 3H), 7.06 (t, J = 8.0 Hz, 1H), 
6.83-6.67 (m, 3H), 4.18-3.94 (m, 2H), 3.67 (s, 2H), 3. 15 (m, 1H), 3.08 (s, 2H), 2.31 
(s, 3H), 1 .34 (d, J = 7.0 Hz, 3H) 0 

20 mmm (54) 

2- (3- (2- (5 2 - 7a-H^t7-^-4 X h 
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TLC:Rf o.37(^nn*;i/A : * l o : 1) ; 

NMR (CD3OD) : $ 7.98-7.93 (m, 2H), 7.50-7.41 (m, 3H), 7. 15 (t, J = 7.8 Hz, 1H), 
5 6.94-6.86 (m, 2H), 6.76 (m, 1H), 4.24 (t, J = 6.6 Hz, 2H), 3.73 (d, J = 13.2 Hz, 1H), 
3.72 (d, 13.2 Hz, 1H) 3.27 (q, J = 7.0 Hz, 1H), 2.96 (t, J = 6.6 Hz, 2H), 2.37 (s, 3H), 
1.34 (d, J = 7.0 Hz, 3H) 0 

&mm2 (5 5) 

10 2- (3- (2- (5-^^-2- (4-xf^7x-^) t^V-fr- 




15 TLC :Rf 0.33 (^C : 9 J -fr \ ^on*M= 1 : 10: 100); 

NMR (CDCI3) : 8 7.88 (d, J = 8.5 Hz, 2H), 7.26 (d, J = 8.5 Hz, 2H), 7.20 (dd, J = 
8.0, 8.0 Hz, 1H), 7.01 (d, J = 2.5 Hz, 1H), 6.88 (d, J = 8.0 Hz, 1H), 6.80 (dd, J = 8.0, 
2.5 Hz, 1H), 4.26 (t, J = 7.0 Hz, 2H), 3.8 4 (s, 2H), 3. 15 (s, 2H), 2.97 (t, J = 7.0 Hz, 
2H), 2.68 (q, J = 7.5 Hz, 2H), 2.37 (s, 3H), 1.25 (t, J = 7.5 Hz, 3H) 0 

20 

Wmi (5 6) 

2- (3- (2- (5->f-;U-2- (2, 2-77WO-1, 3-v** 
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5 TLC:Rf 0.31 (>tfc : *9 J-fr \ ^nn*M= 1 : 10 : 100); 

NMR (CDC1 3 ) : 8 7.75 (dd, J = 8.5, 2.0 Hz, 1H), 7.69 (d, J = 2.0 Hz, 1H), 7.21 
(dd, J = 8.0, 8.0 Hz, 1H), 7. 11 (d, J = 8.5 Hz, 1H), 6.96 (d, J = 2.5 Hz, 1H), 6.89 (d, 
J = 8.0 Hz, 1H), 6.80 (dd, J = 8.0, 2.5 Hz, 1 H), 4.25 (t, J = 7.0 Hz, 2H), 3.83 (s, 2H), 
3.14 (s, 2H), 2.97 (t, J = 7.0 Hz, 2H), 2.38 (s, 3H) 0 

10 

mmm (57) 

2- (3- (2- (5 2- (4-7ntf*"7i-*) jj-^y-jl, 



15 




TLC:Rf 0.50(tK \*9 ^nn*M= 1 : 10: 100); 

NMR (CDC1 3 ) : 5 7.88 (d, J = 8.5 Hz, 2H), 7.24 (d, J = 8.5 Hz, 2H), 7.20 (dd, J = 
8.0, 8.0 Hz, 1H), 7.02 (d, J = 2.5 Hz, 1H), 6.88 (d, J = 8.0 Hz, 1H), 6.80 (dd, J = 8.0, 
20 2.5 Hz, 1H), 4.27 (t, J = 7.5 Hz, 2H), 3.8 5 (s, 2H), 3. 16 (s, 2H), 2.97 (t, J = 7.5 Hz, 
2H), 2.62 (t, J = 7.5 Hz, 2H), 2.37 (s, 3H), 1.65 (m, 2H), 0.94 (t, J = 7.5 Hz, 3H) 0 
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Wm2 (5 8) 

2- (3- (2- (5-^f-;w-2- (4--f vyabr;i/-7i-;b) **4)-y 




TLC:Rf 0.53 (7K \*9 J—*\ ^dd^1/A=1 : 10 : 100)1 
NMR (CDC1 3 ) : S 7.89 (d, J = 8.0 Hz, 2H), 7.29 (d, J = 8.0 Hz, 2H), 7.21 (dd, J = 
8.0, 8.0 Hz, 1H), 7.06 (d, J = 2.5 Hz, 1H), 6.88 (d, J = 8.0 Hz, 1H), 6.81 (dd, J = 8.0, 
2.5 Hz, 1H), 4.28 (t, J = 7.5 Hz, 2H), 3.8 7 (s, 2H), 3. 17 (s, 2H), 2.97 (t, J = 7.5 Hz, 
2H), 2.94 (m, 1H), 2.38 (s, 3H), 1.26 (d, J = 7.0 Hz, 6H) C 

2- (3- (2- ( 5 - > f 2 - 7 x - ;i/f 7 - 4 - >f 




TLC : Rf 0.32 D D \ * ? J ~)V= \ 0 : 1 ) ; 

NMR (CDC1 3 ) : 8 7.88-7.82 (m, 2H), 7.45-7.34 (m, 3H), 7.21 (t, J = 7.8 Hz, 1H), 
6.98 (m, 1H), 6.92-6.77 (m, 2H), 4.33 (t, J = 7.2 Hz, 2H), 3.83 (s, 2H), 3.20 (t, J = 
7.2 Hz, 2H), 3.12 (s, 2H), 2.47 (s, 3H) 0 
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2- (3- (2- (5->f-;w-2- (4-^f-;i/7i-;u) 



5 




TLC: Rf 0.43(^no^;i^A : ^t^y-;i/=9 : 1); 

NMR (CDC1 3 ) : 8 7.85 (d, J = 7 Hz, 2H), 7.30-7.05 (m, 3H), 7.05 (brs, 1H), 6.90- 
6.75 (m, 2H), 4.30 (t, J = 8 Hz, 2H), 3.85 (s, 2H), 3.20 (s, 2H), 2.95 (t, J = 8 Hz, 2H), 
10 2.60 (t, J = 8 Hz, 2H), 2.40 (s, 3H), 1.60 (m, 2H), 1.35 (m, 2H), 0.95 (t, J = 7 Hz, 
3H) 0 

Wmi ffi 1) 

2- (3- (2- (5-if;V-2-7x^;^W-;P-4 .x Y 
15 7iiWW*) 




TLC : Rf 0.63 (^on*M : * ? J -;i/ = 5 11); 
20 NMR(CDa 3 ): * 7.96-8.01 (m, 2H), 7.40-7.47 (m, 3H), 7.21 (dd, J = 7.8, 7.8 Hz, 
1H), 7.04 (m, 1H), 6.88 (d, J = 7.8 Hz, 1H), 6.81 (dd, J = 7.8, 2.4 Hz, 1H), 4.28 (t, J 
= 7.5 Hz, 2H), 3.86 (s, 2H) , 3. 17 (s, 2H), 2.98 (t, J = 7.5 Hz, 2H), 2.75 (q, J = 7.4 
Hz, 2H), 1.31 (t, J = 7.4 Hz, 3H) 0 
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2- (3- (2- (5-^^;V-2- (2, 3, 5, 6-fh77^n-4 
5 ifcg* 




F F 



TLC:Rf 0.33(^DD*^A : pf^y-;l/=l 5 : l); 
10 NMR (CDC1 3 ) : d 7.21 (t, J = 7.8 Hz, 1H), 6.97-6.75 (in, 3H), 4.26 (t, J = 7.0 Hz, 
2H), 3.82 (s, 2H), 3.12 (s, 2H). 3.02 (t, J = 7.0 Hz, 2H), 2.42 (s, 3H), 2.33 (m, 3H) B 

mm (6 3) 

2- (3- (2- (5 ->^;U-2 - (4-^>f^7x-Jl/) *WS-*' 
15 -4-4*0 iKv) 7x-;i/^f-;uf-t) Bfc$ 




TLC : Rf 0.50(^ nn7h;i/A : ^ ^y-;l/=9 I 1) ; 
20 NMR (CDCI3) : S 7.90 (d, J = 8 Hz, 2H), 7.30-7. 15 (m, 3H), 7.05 (br., 1H), 6.90- 
6.75 (m, 2H), 4.30 (t, J = 8 Hz, 2H), 3.90 (s, 2H), 3.20 (s, 2H), 3.00 (t, J = 8 Hz, 2H), 
2.65 (t, J = 8 Hz, 2H), 2.40 (s, 3H), 1.60 (m, 2H), 1.45-1.20 (m, 4H), 0.90 (t, J = 7 

175 



WO 99/46232 



PCT/JP99/01134 



Hz, 3H)o 

mm (6 4) 

2- (3- (2- (5-^f-JU-2- (3-^no-4-^f;i'7x^;l') * 




TLC : Rf 0.63(^nn^;PA : ^ ^y-;l/=5 ! 1) ; 
10 NMR (CDa 3 ) : S 7.95 (d, J = 1.8 Hz, 1H), 7.76 (dd, J = 8.0, 1.8 Hz, 1H), 7.29 (d, 
J = 8.0 Hz, 1H), 7.21 (dd, J = 7.8, 7.8 Hz, 1H), 6.99 (m, IH), 6.89 (m, 1H), 6.80 (m, 
1H), 4.26 (t, J = 7.1 Hz, 2 H), 3.84 (s, 2H), 3.15 (s, 2H), 2.97 (t, J = 7.1 Hz, 2H), , I 
2.40 (s, 3H), 2.38 (s, 3H) 0 

15 mM2 (Q5) 

2- (3- (2- (5 - ^ f Jl'- 2 - y^ DMyj^^t>/-jl/ - 4 - >f 
•xh^v) 7x^)MfHi) mm 




20 

TLC : Rf 0.38(?nn*;l/A : * f ;-)],= $ ; 1) ; 

NMR (CDa 3 ) : S 7.20 (dd, J = 7.5, 7.5 Hz, 1H), 7.05 (br. 1H), 6.90-6.75 (m, 2H), 
4.20 (t, J = 8 Hz, 2H), 3.90 (s, 2H), 3.20 (s, 2H), 2.85 (t, J = 8 Hz, 2H), 2.25 (s, 3H), 
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2.10-1.20 (m, 10H) o 

2- (3- (2- (5-^f-;u-2 -v^n^\^v;u^+-9-V-;w-4 — f;u) 

5 




TLC:Rf 0.22(*nn*;^A : \ o : 1) ; 

NMR (CDCI3) : S 6.96 (m, 1H), 6.76-6.66 (m, 2H), 6.58 (m, 1H), 4.00 (m, 2H), 
10 3.48 (s, 2H), 3.07 (s, 2H), 2.74 (m, 2H), 2.62 (m, 1H), 2.15 (s, 3H), 2.01-1.89 (m, 
2H), 1.80-1.15 (m, 8H) C 

2- (3- (2- (5 -^f-;U-2 - (4- {2-*T)V?u\?.)V) 7 jl-jv) 




TLC :Rf 0.44(^an^;WA : ^ ^y-;l/=9 I 1); 
20 NMR (CDCI3) : <5 7.90 (d, J = 7 Hz, 2H), 7.30-7. 15 (m, 3H), 7.05 (m, 1H), 6.95- 
6.75 (m, 2H), 4.25 (t, J = 7.5 Hz, 2H), 3.85 (s, 2H), 3.20 (s, 2H), 3.00 (t, J = 7.5 Hz, 
2H), 2.50 (d, J = 8 Hz, 2H), 2.40 (s, 3H), 1.90 (m, 1H), 0.90 (d, J = 8 Hz, 6H) C 

177 
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mm m (6 7) 

2- (3- (2- (5-^^;U-2- (4 - t -yf^7x^jb) ^^^v- 



5 




1LC:Rf 0.50(^nn^;i/A : ^ ^y-;l^=9 : 1) ; 

NMR (CDC1 3 ) : 5 7.90 (d, J = 9 Hz, 2H), 7.45 (d, J = 9 Hz, 2H), 7.20 (dd, J = 8, 8 
Hz, 1H), 7.05 (br., 1H), 6.90-6.80 (m, 2H), 4.30 (t, J = 7.5 Hz, 2H), 3.85 (s, 2H), 
10 3.20 (s, 2H), 3.00 (t, J = 7.5 Hz, 2H), 2.40 (s, 3H), 1.35 (s, 9H) Q 

mm (6 8) 

2- (3- (2- (5-*?-P-2- (4->^nA^yji/7x-;V) **-9- 




TLC:Rf 0.65(^on#/UA : **y-/w=9 : 1); 

NMR (CDC1 3 ) : 8 7.89 (d, J = 8.5 Hz, 2H), 7.27 (d, J = 8.5 Hz, 2H), 7.20 (dd, J = 
20 8.0, 8.0 Hz, 1H), 7.03 (m, 1H), 6.88 (d, J = 8.0 Hz, 1H), 6.80 (dd, J = 8.0, 2.2 Hz, 
1H), 4.27 (t, J = 7.5 Hz, 2H) , 3.85 (s, 2H), 3.16 (s, 2H), 2.97 (t, J = 7.5 Hz, 2H), 
2.53 (m, 1H), 2.37 (s, 3H), 1.70-1.90 (m, 4H), 1.20-1.52 (m, 6H) Q 



178 
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mum 2 (6 9) 

2- (3- (5->*;w-2- (1, 3-V**4M >y>-5-<( *) 



5 




TLC :Rf 0.40(^nn^;i/A : p{ ^/-;i/= 1 0 ! 1) ; 

NMR (CDa 3 ) : 5 7.54 (dd, J = 8.0, 1.8 Hz, 1H), 7.46 (d, J = 1.8 Hz, 1H), 7.21 (d, 
J = 8.0 Hz, 1H), 7.07-7.02 (m, 1H), 6.96-6.82 (m, 3H), 6.02 (s, 2H), 5.00 (s, 2H), 
10 3.78 (s, 2H), 3.1 1 (s, 2H), 2.42 (s, 3H) 0 

g*fcfl«2 (7 0) 

2- (3- (5-^-^-2 - (4--f V7nt:>7i-;u) **^/-/l/- 
4--f;U> h*v) -7ai-;l/^f-;l/f-^-) Sf-gg 




TLC:Rf 0.48(^nn*;i/i* : >?y-;i,= i Oil); 

NMR (GDC1 3 ) : $ 7.92 (d, J = 8.5 Hz, 2H), 7.34-7. 17 (m, 3H), 7.08-7.03 (m, 1H), 
20 6.96-6.84 (m, 2H), 5.02 (s, 2H), 3.78 (s, 2H), 3. 11 (s, 2H), 2.94 (sep., J = 7.0 Hz. 
1H), 2.44 (s, 3H), 1.26 (d, J = 7.0 Hz, 6 H) 0 

179 
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mm (7 1) 

2- (3- (2- (4-^f^-2-7x-W^f 1 /-^-5-'f;l') 



HjC:Rf 0.38(^nn^;UA : ^ i o I 1) ; 

NMR (CDC1 3 ) : d 8.00-7.95 (m, 2H), 7.49-7.37 (m, 3H), 7.22 (t, J = 8.0 Hz, 1H), 
10 6.95-6.76 (m, 3H), 4.23 (t,J = 7.0 Hz, 2H), 3.81 (s, 2H), 3.15 (t, J = 7.0 Hz, 2H), 
3.10 (s, 2H), 2.22 (s, 3H) 0 

mm (72) 

2- (3- (2- (5 2- (3, 4-y>h^rv7x-;i/) 
15 V-;u-4-W;i/) xh^y) yju-fr*?-^?-*) gj=$ 



tlc : Rf o.62(^nn^;i/A : ^ ^y-;i/=5 : 1) ; 

20 NMR (CDCI3) : d 7.57 (dd, J = 8.5, 2.0 Hz, 1H), 7.51 (d, J = 2.0 Hz, 1H), 7.21 
(dd, J = 8.0, 8.0 Hz, 1H), 7.04 (m, 1H), 6.91 (d, J = 8.5 Hz, 1H), 6.78-6.90 (m, 2H), 
4.28 (t, J = 7.5 Hz, 2H), 3.95 (s, 3H), 3.93 (s, 3H), 3.86 (s, 2H), 3.16 (s, 2H), 2.96 (t, 
J = 7.5 Hz, 2H), 2.38 (s, 3H) 0 





H3C-O 



WO 99/46232 



PCT/JP99/01134 



2- (3- (2- .(5->f-*-2- (4-h'J7;W^-n> ^y7i-;i/) 

5 




TLC : Rf 0.39(^nn*;WA : ^^y-;i/=9 : 1); 

NMR (CDC1 3 ) : <J 8.00 (d, J = 8 Hz, 2H), 7.30 (d, J = 8 Hz, 2H), 7.20 (dd, J = 7.5, 
10 7.5 Hz, 1H), 7.00 (br. 1H) 6.90 (d, J = 7.5 Hz, 1H), 6.80 (dd, J = 7.5, 7.5 Hz, 1 H), 
4.25 (t, J = 7 Hz, 2H), 3.85 (s, 2H), 3.15 (s, 2H), 3.00 (t, J = 7 Hz, 2H), 2.40 (s, 3H) C 

gfifcfrlZ (7 4) 

2- (3- (2- (5-^^-2- (3, 4, 5 - h V * h * y7 
15 **-ty^f-)\'-A-4)V) ib^rv) 7x-;v^f;vft) .WSL 




TLC:Rf 0.39(^on*;l/A ; *?J-)V=9 : l); 
20 NMR (CDCI3) : S 7.25-7.15 (m, 3H), 7.05 (m, 1H), 6.90-6.75 (m, 2H), 4.25 (t, J = 
7.5 Hz, 2H), 3.95 (s, 6H), 3.90 (s, 3H), 3.85 (s, 2H), 3.15 (s, 2H), 2.95 (t, J = 7.5 Hz, 
2H), 2.40 (s, 3H) 0 
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mm (7fi) 

2- (3- (2- (5-*f-JU-2- (4->f-*^9^>-l --Ow) * 




TLC : Rf 0.26 (Tie : ^ ^ y -;n ^ n n ^;|/ A = 1 : 10: 100); 
NMR (CDC1 3 ) : S 7.14 (dd, J = 7.5, 7.5 Hz, 1H), 6.88 (d, J = 7.5 Hz, 1H), 6.73 
10 (dd, J = 7.5, 2.0 Hz, 1H), 6.70 (d, J - 2.0 Hz, 1H), 4.27 (t, J = 6.5 Hz, 2H), 3.78 (s, 
2H), 3.55 (t, J = 5.0 Hz, 4H), 3.14 (s, 2H), 2.90 (t, J = 6.5 Hz, 2H), 2.85 (t, J = 5.0 
Hz, 4H), 2.51 (s, 3H), 2.19 (s, 3H) C 

mm LZ-fiJ 

15 2- (3- (2- (5 -^f-;U-2 - (4-^m7x-^) 




20 TLC : Rf 0.33 (tK : > * ^ I * O D = 1 : io: 100); 

NMR (CDCI3) : 5 7.88 (d, J = 8.5 Hz, 2H), 7.27 (d, J = 8.5 Hz, 2H), 7.20 (dd, J = 
8.0, 8.0Hz, 1H), 7.03 (dd, J = 2.5, 2.0 Hz, 1H), 6.88 (ddd, J = 8.0, 2.0, 1.0 Hz, 1H), 
6.80 (ddd, J = 8.0, 2.5, 1.0 Hz, 1H), 4.27 (t, J = 7.5 Hz, 2H), 3.85 (s, 2H), 3. 16 (s, 
2H), 2.96 (t, J = 7.5 Hz, 2H), 2.51 (s, 3H), 2.37 (s, 3H)„ 
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mm (77) 

2- (3- (2- (5-^f-;u-2- {&) 9 Jy-2-<<*) 
^h4rv) 7i-JMfWt) INS 



TLC : RF 0.55 (? n n : > * y -;^= 5 : 1 ) ; 

NMR (CDC1 3 ) : S 8.77 (ddd, J = 4.9, 1. 8, 0. 8 Hz, 1H), 8.04 (ddd, J = 8.0, 1.2, 0. 8 
10 Hz, 1H), 7.84 (ddd, J = 8.0, 7.6, 1.8 Hz, 1H), 7.38 (ddd, J = 7.6, 4.9, 1.2 Hz, 1H), 
7.23 (dd, J = 7.8, 7.8 Hz, 1 H), 7. 10 (m, 1H), 6.92 (m, 1H), 6.81 (m, 1H), 4.34 (t, J = 
7.0 Hz, 2H), 3.85 (s, 2H), 3.13 (s, 2H), 2.99 (t, J = 7.0 Hz, 2H), 2.42 (s. 3H) Q 

mm (JL&l 

15 2- (3- (2- (5-^f;l'-2- (ft7x>-2-^l/) 



20 TLC :Rf 0.52 (? n n ; ^ ? / -;w = 5 : 1 ) ; 

NMR (CDCI3) : 5 7.64 (dd, J = 3.6, 1.2 Hz, 1H), 7.39 (dd, J = 5.0, 1.2 Hz, 1H), 
7.20 (dd, J = 7.8, 7.8 Hz, 1H), 7.09 (dd, J = 5.0, 3.6 Hz, 1H), 7.00 (m, 1H), 6.88 (m, 
1H), 6.80 (m, 1H), 4.25 (t, J= 7.4 Hz, 2H), 3.85 (s, 2H), 3.16 (s, 2H), 2.95 (t, J = 
7.4 Hz, 2H), 2.36 (s, 3H)o 



5 
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1112 (7 9) 

2- (3- (2- (5 2 - (3 -- h d-4 - * 




TLCrRf 0.40 (ffiKxfjl/) ; 

NMR (CDC1 3 ) : 5 8.52 (s, 1H), 8.07 (d, J = 8.0 Hz, 1H), 7.39 (d, J = 8.0 Hz, 1H), 
10 7.18 (m, 1H), 6.70 - 7.00 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.1 1 (s, 2H), 
2.97 (t, J = 6.6 Hz, 2H), 2.61 (s, 3H), 2. 39 (s, 3H) 0 

(8 0) 

2- (3- (2- (5 ->^;U-2 - (4-^f^7^7i-^) 

TLC : Rf 0.47 (}fc : ;* 9 J -)\/\ >? n n*;l/£ = l : 10 : 100); 
20 NMR (CDC1 3 ) : * 7. 84 (d, J = 9.0 Hz, 2H), 7.20 (dd, J = 8.0, 8.0 Hz, 1H), 7. 1 1 
(dd, J = 2.0, 1.0 Hz, 1H), 6.87 (dd, J = 8.0, 1.0 Hz, 1H), 6.80 (dd, J = 8.0, 2.0 Hz, 
1H), 6.71 (d, J = 9.0 Hz, 2H), 4.29 (t, J = 8.0 Hz, 2H), 3.88 (s, 2H), 3. 19 (s, 2H), 
3.02 (s, 6H), 2.94 (t, J = 8.0 Hz, 2H), 2.35 (s, 3H) 0 

184 
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* tt«2 (8 1) 

2- (3- (2- (5-^f-^-2-v^n^>f-;i/^-^-9-V-;v-4-^;i/) 

5 




TLC : Rf 0.44(*nn#;i/A : ?y-;i/=9 : 1) ; 

NMR (CDa 3 ) : 8 7.20 (dd, J = 7.5, 7.5 Hz, 1H), 7.10 (br., 1H), 6.85 (d, J = 7.5 

10 Hz, 1H), 6.80 (dd, J = 7.5, 1.5 Hz, 1H), 4.20 (t, J = 7.5 Hz, 2H), 3.85 (s, 2H), 3.20 
(s, 2H), 3.15 (m, 1H), 2.85 (t, J = 7.5 Hz, 2H), 2.25 (s, 3H), 2.20-1.60 (m, 8H) C 

fcf* (2- (3- (2- (5-^f-;i/-2-v^o^>^;i/t^"9- > /-;i/-4 

15 




TLC :Rf 0.29 (^nn^;l/A : * ?;-)i= \ o : 1) ; 

NMR (DMSO-d 6 ) : S 7.18 (t, J = 8.0 Hz, 1H), 6.88-6.72 (m, 3H), 4.09 (t, J = 6.8 
20 Hz, 2H), 3.69 (s, 2H), 3. 19-3.00 (m, 1H), 2.96 (s, 2H), 2.84 (s, 2H), 2.78 (t, J = 6.8 
Hz, 2H), 2.21 (s, 3H), 2.06-1.48 (m, 8H) Q 
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mm (8 2) 

2- (3- (2- (5-^^;U-2 - (4-^f^7i-Jl/) 
4 -4 AO x^v) 7i-^) 



5 




TLC:Rf 0.46(^nn^;i/A : > ^y-;W= 1 0 : 1) ; 

NMR (CDC1 3 ) : S 7.85 (d, J = 8.4 Hz, 2H), 7.27-7. 14 (m, 3H), 6. 89-6.75 (m, 3H), 

4.20 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.38 (s, 3H), 2.35 (s, 
10 3H) 0 

HJjftflU (8 3) 

2- (3- (2- (5-^f-;u-2 - H-x.^-nsy^-jv) 
4.-4*) 7i-;u) ft® 




TLC : Rf 0.54(^nn*;UA : * f J 1 0 : 1) ; 

NMR (CDCI3) : 8 7.88 (d, J = 8.2 Hz, 2H), 7.29-7. 15 (m, 3H), 6.89-6.75 (m, 3H), 
20 4.20 (t, J = 6.6 Hz, 2H), 3.60 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.68 (q, J = 7.6 Hz, 
2H), 2.35 (s, 3H), 1.25 (t, J = 7.6 Hz, 3H) 0 

m m 2 (8 4) 



186 
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2- (3- (2- (5 -^f-;U-2- (4 -^nt , ;l'7x-;U) tW/—* 
-4-4)V) -x r *y) 7x-;l/) »S 



TLC : Rf 0.57 (^DD : * ^ 10: 1)1 

NMR (CDC1 3 ) : S 7.87 (d, J = 8.2 Hz, 2H), 7.28-7. 15 (m, 3H), 6.88-6.76 (m, 3H), 
4.20 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.61 (t, J = 7.5 Hz, 
2H), 2.35 (s, 3H), 1.65 (sixtet, J = 7.5 Hz, 2H), 0.94 (t, J = 7.5 Hz, 3H)„ 

10 

2- (3- (2- (5-^f-;i/-2- (4--f v/ntf;i/7x-;i/) 



TLC:Rf 0.52(^na*;WA : ;* ?/-;i/= i o : 1) ; 

NMR (CDCI3) : S 7.88 (d, J = 8.2 Hz, 2H), 7.32-7. 15 (m, 3H), 6.88-6.76 (m, 3H), 
4. 19 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.93 (sept, J = 7.2 Hz, 
20 1H), 1.25 (d, J = 7.2 Hz, 6H) 0 

2- (3- (2- (5-^f-;U-2- (4- (2->WnifX/) 7i-^) 




OH 



15 
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TLC:Rf 0.50(*nn*;i/A : * 1 0 I 1) ; 

5 NMR (CDC1 3 ): S 7.87 (d, J = 8.2 Hz, 2H), 7.26-7. 15 (m, 3H), 6.89-6.76 (m, 3H), 
4.20 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.50 (d, J = 7.0 Hz, 
2H), 2.35 (s, 3H), 1.88 (m, 1H ), 0.90 (d, J = 6.6 Hz, 6H) e 

IM2 (3 7) 

10 2- (3- (2- (5-^f-;U-2- (4-t-7"fJl/7x^l/) ^-tj-y- 




15 TLC:Rf 0.44 n n : ^ * y -;i/= 1 0 I 1 ) ; 

NMR (CDC1 3 ) : 5 7.89 (d, J = 8.2 Hz, 2H), 7.43 (d, J = 8.2 Hz, 2H), 7.20 (t, J = 
8.0 Hz, 1H), 6.89-6.76 (m, 3H), 4.20 (t, J = 6.6 Hz, 2H), 3.60 (s, 2H), 2.96 (t, J = 
6.6 Hz, 2H), 2.35 (s, 3H), 1.33 (s, 9H) 0 

20 fiW2 (8 8) 

2- (3- (2- (5-^f;i--2-y^n7De;i't^ty-^-4-/f^) 
ib^y) 7x^;Mf)l/f^-) gfc$ 
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TLC : Rf 0.39 (tK : * 9 J -fr \ ^nn^A= 1 : 10 : 100)1 
NMR (CDa 3 ) : S 7.18 (dd, J = 8.0, 8.0 Hz, 1H), 7.00 (d, J = 2.5 Hz, 1H), 6.86 (d, 
5 J = 8.0 Hz, 1H), 6.77 (dd, J = 8.0, 2.5 Hz, 1H), 4.19 (t, J = 7.5 Hz, 2H), 3.83 (s, 2H), 
3.15 (s, 2H), 2.84 (t, J = 7.5 Hz, 2H), 2.22 (s, 3H), 2.06 (m, 1H), 1.10-0.95 (m, 4H) Q 

**«2 (8 9) 

2- (3- (2- (5 - (4- (1, 2, 3 -f-7 VTV-fr- 




15 TLC : Rf 0.30 n n*;UA : ^ * y -;v= l 0 : 1 ) ; 

NMR (CD3OD) : S 9.35 (d, J = 0.8 Hz, 1H), 8.24 (d, J = 8.2 Hz, 2H), 8. 1 1 (d, J = 
8.2 Hz, 2H), 7.20 (t, J = 7.6 Hz, 1H), 6.95-6.78 (m, 3H), 4.27 (t, J = 6.2 Hz, 2H), 
3.78 (s, 2H), 3.06 (s, 2H), 3.00 (t, J = 6.2 Hz , 2H), 2.41 (s, 3H) 0 

20 mmm?, (9 a) 

2- (3- (2- (5 2- (4- (4->f-A>-l, 2, 3 -*7 

189 
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CH 3 



TLC :Rf 0.34(^nn*;l/A ; * ? \ 0 : i) ; 

5 NMR (CDC1 3 ) : 8 7.22 (t, J = 8.0 Hz, 1H), 6.95-6.74 (m, 3H), 4.24 (t, J = 6.2 Hz, 
2H), 3.81 (s, 2H), 3.11 (s, 2H), 3.02 (s, 3H), 2.99 (t, J = 6.2 Hz, 2H), 2.42 (s, 3H) C 

2- (3- (2- ^-2- (4 h^v7^-;u) **-9-v*-;u 

10 -4— T*) x^y) 7x-;i/) gfc$ 




tlc : Rf o.67(^oo^;i/A : ^^y-;i/=i 0 : l); 

15 NMR (CDCI3) : 5 7.90 (d, J = 9.0 Hz, 2H), 7.20 (t, J = 8.0 Hz, 1H), 6.93 (d, J = 
9.0 Hz, 2H), 6.89-6.76 (m, 3H), 4.19 (t, J = 6.6 Hz, 2H), 3.84 (s, 3H), 3.59 (s, 2H), 
2.95 (t, J = 6.6 Hz, 2H), 2.34 ( s, 3H) 0 

mm La-2j 

20 2 - (3 - (2 - (5 2- (3, 4-y^Kv7x^) 
V-fr-A-J As) x^y) 7xX)P) §£g£ 



190 
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H 3 C 




O 



CH 3 



TLC:Rf 0.54(?nn*;WA : * ?y-)U= l 0 I 1) ; 

NMR (CDC1 3 + CD3OD) : S 7.56 (dd, J = 8.2, 2.0 Hz, 1H), 7.51 (d, J = 2.0 Hz, 

5 1H), 7.22 (t, J o 8.0 Hz, 1H), 6.93 (d, J = 8.2 Hz, 1H), 6.90-6.77 (m, 3H), 4.22 (t, J 
= 6.6 Hz, 2H), 3.97 (s, 3H), 3.93 (s, 3H), 3.57 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.38 
(s, 3H) 0 

mmm (93) 

10 2- (3- (2- {5-*Tfr-2- (1, z-v***** y?y-*>-4fc) 



15 TLC:Rf 0.53 (? D U*)VJ* \ * * J -)V= 1 0 : 1 ) I 

NMR (CDCI3) : S 7.51 (dd, J = 8.2, 1.8 Hz, 1H), 7.43 (d, J = 1.8 Hz, 1H), 7.21 (t, 

J - 7.6 Hz, 1H), 6.89-6.76 (m, 4H), 6.00 ( s, 2H), 4. 19 (t, J = 6.6 Hz, 2H), 3.60 (s, 
2H), 2.94 (t, J o 6.6 Hz, 2H), 2.34 (s, 3H) G 

20 &mm2 (94) 

2- (3- (2- (5-^^-2- (3, 4, 5 - h U * h*v7i-;W) 

191 
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H3C-O 



TLC:Rf 0A1 (?VU*)l>& : * $J -;i/= 1 0 \ 1) ; 
5 NMR(CDd 3 ): S 7.21 (t, J = 8.0 Hz, 1H), 7.20 (s, 2H), 6.89-6.76 (m, 3H), 4.21 (t, 

J = 6.6 Hz, 2H), 3.91 (s, 6H), 3.88 (s, 3H), 3.60 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 
2.38 (s, 3H) 0 

mmm2 (9 5) 

10 2- (3- (2- (5 -^^^-2- (4- h 'J7Wo> h*v7x-;i/) 



15 TLC : Rf 0.57 n o : ? y -;i/= 1 o : l ) ; 

NMR (CDCI3) : 8 8.00 (d, J = 8.8 Hz, 2H), 7.30-7. 16 (m, 3H), 6.89-6.76 (m, 3H), 
4.21 (t, J = 6.6 Hz, 2H), 3.60 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.37 (s, 3H) 0 

imp 

20 2 - (3 - (2 - (5-^^)1-2- (2, 2-V~7)\s*u-\, 




192 
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TLC:Rf 0.53 (^nn*w : ^?/-;p=i o : l); 

5 NMR (CDC1 3 ) : S 7.7 '4 (dd, J = 8.4, 1.5 Hz, 1H), 7.68 (d, J = 1.5 Hz, 1H), 7.22 

(dd, J = 9.4, 7.4 Hz, 1H), 7.09 (d, J = 8.4 Hz, 1H), 6.89-6.76 (m, 3H), 4.21 (t, J = 
6.6 Hz, 2H), 3.60 (s, 2H), 2.95 (t, J = 6.6 Hz, 2H), 2.36 (s, 3H) Q 

(9 7) 

10 2- (3- (2- (5 -^f-^-2 - (4-h'j7^*D^fW7x-Jl/) 




15 TLC : Rf 0.47 n o : * ? J -)U= 1 0 ! 1 ) ; 

NMR (DMSO-dg) : £ 8.02 (d, J = 8. 1Hz, 2H), 7.81 (d, J = 8. 1Hz, 2H), 7.20 (t, J = 
7.8Hz, iH), 6.86-6.80 (m, 3H), 4.20 (t, J = 6.6Hz, 2H), 3.74 (s, 2H), 3.09 (s, 2H), 
2.94 (t, J = 6.6Hz, 2H), 2.37 (s, 3H)o 

20 mtkm2 (9 8) 

2- (3- (2- (5-^^)1-2- (4-y7/7xz;u) 
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TLCtRf 0.24(^^r"9-> I Si?^^^= 1 II); 
5 NMR (CDQ 3 ) : S 8.08 (d, J = 8.0 Hz, 2H), 7.72 (d, J = 8.0 Hz, 2H), 7.22 (m, 1H), 

6.76-6.98 (m, 3H), 4.26 (t, J = 6.6 Hz, 2H), 3.83 (s, 2H), 3.13 (s, 2H), 2.99 (t, J = 
6.6 Hz, 2H), 2.42 (s, 3H) 0 

10 2- (3- (2- (5-*f-^-2- (77>-2-^;V) * )V- 4 




15 TLC : Rf 0.24 Cv^rtf > '. gj=$.x^;l/ = 111); 

NMR (CDQ 3 ) : S 7.52 (m, 1H), 7.20 (m, 1H), 6.74-7.03 (m, 4H), 6.51 (dd, J = 

3.4, 1.6 Hz, 1H), 4.25 (t, J = 6.8 Hz, 2H), 3.82 (s, 2H), 3. 13 (s, 2H), 2.97 (t, J » 6.8 
Hz, 2H), 2.37 (s, 3H) C 

20 mmi (i oo) 

2- (3- (5-^f^-2-7x-;l/t^tV , -^-4-'f;i') *h*v) 
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TLC:Rf 0.31 (?uu*>)U& ; jrf *V-;i/=8 : 1) ; 

NMR (CDC1 3 ) : 5 8.00 (m, 2H), 7.42 (m, 3H), 7.24 (m, 1H), 6.85-6.98 (m, 3H), 
4.98 (s, 2H), 3.61 (s, 2H), 2.42 (s, 3H)o 

mmz (10 1) 

2- (3- (2- (5-^f^-2-7i-;l/f7/-f-4->f /u) 




njC:Rf 0.43(*nn*;UA : *?S-)V=9 I 1); 

NMR 0 : <5 7.89-7.81 (m, 2H), 7.46-7.34 (m, 3H), 7.26-7.16 (m, 1H), 6.87-6.78 
(m, 3H), 4.30 (t, J = 6.8 Hz, 2H), 3.59 (s, 2H), 3.18 (t, J = 6.8 Hz, 2H), 2.45 (s, 3H) e 

mm (1 0 2) 

2- (3- (3- (5-^^-2-7i-;U*4M^/-;i/-4->f;i') 
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TLC : Rf 0.50(?nn*;i/A : * % : l) ; 

NMR (CDa 3 ) : 8 7.97 (m, 2H), 7.41 (m, 3H), 7.22 (m, 1H), 6.74-6.92 (m, 3H), 

5 3.94 (t, J = 6.0 Hz, 2H), 3.61 (s, 2H), 2.68 (t, J = 7.0 Hz, 2H), 2.27 (s, 3H), 2.11 (m, 
2H) 0 

2- (3- (2- (2-7x^;i/iHy-^-4-^l/) x^y) 7i- 

io )v) mk 




TLC : Rf 0.39(^an^;l/i., : p« ^y-;i/=8 : 1) ; 
15 NMR (CDa 3 ) : S 8.01 (m, 2H), 7.55 (s, 1H), 7.43 (m, 3H), 7.23 (m, 1H), 6.85 (m, 
3H), 4.25 (t, J = 6.4 Hz, 2H), 3.60 (s, 2H), 3.07 (t, J = 6.4 Hz, 2H) e 

%flftfl|2 (\ 0 4) 

2- (3- (2- (5 2 - (4-v^o^^tv;u-7jl^;W 

20 V-;u-4--f;i/) xh^rv) 7x-;u) TO 
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TLC:Rf 0.62(^nn*;uA : ^^y-;w=5 : 1); 

NMR (CDCI3) : 8 7.88 (d, J = 8.2 Hz, 2H), 7.25 (d, J = 8.2 Hz, 2H), 7.21 (m, 1H), 

5 6.78-6.87 (m, 3H), 4.20 (t, J = 6.6 Hz, 2H), 3.60 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 
2.52 (m, 1H), 2.35 (s, 3H), 1 .70-1.95 (m, 4H), 1.20-1.53 (m, 6H) C 

Wmi (1 OB) 

2- (3- (2- (5-^-f;V-2- (3 -^nn-4 - *^)Vy * 




TLC:Rf 0.67(^nn*;i/A : p«^y-;u=5 : 1); 
15 NMR (CDCI3) : S 7.95 (d, J = 1.7 Hz, 1H), 7.75 (dd, J = 8.0, 1.7 Hz, 1H), 7.27 (d, 
J = 8.0 Hz, 1H), 7.21 (m, 1H), 6.78-6.88 (m, 3H), 4.21 (t, J = 6.6 Hz, 2H), 3.60 (s, 
2H), 2.96 (t, J = 6.6 Hz, 2H ), 2.40 (s, 3H), 2.36 (s, 3H) 0 

&mm2 (1 ofi) 

20 2 - (3 - (2 - (5 -^f-;i/-2- (4-^^W5;7xz;i/) ^-9- 
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HjC:Rf 0.55(^nn^;i/A : *?S-)l=5 ; 1); 

NMR (CDCI3) : S 7.83 (d, J = 9.0 Hz, 2H), 7.09 (dd, J = 8.0, 8.0 Hz, 1H), 6.76- 
5 6.87 (m, 3H), 6.70 (d, J = 9.0 Hz, 2H), 4. 18 (t, J = 6.8 Hz, 2H), 3.60 (s, 2H), 3.01 (s, 
6H), 2.94 (t, J = 6.8 Hz, 2H ), 2.32 (s, 3H) C 

&mM2 (1 0 7) 

2- (3- (2- (5-xf-;U-2-7x-;P*WV-;i'-4-'Ol/) J-Y 
10 +v) 7x-;v) 




tlc : Rf o.44(^nnjh;i/A : ^^y-;u=8 : l); 

15 NMR (CDCI3) : S 7.97 (m, 2H), 7.41 (m, 3H), 7.20 (m, 1H), 6.82 (m, 3H), 4.20 (t, 
J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.98 (t, J = 6.6 Hz, 2H), 173 (q, J = 7.6 Hz, 2H), 1.29 
(t,J=7.6 Hz, 3H) 0 

mm 2 (108) 

20 2 - (3 - (2 - (5 -^;i/-2 - (4-yf;V7x-;u) 
4->f;w) ih^fy) 7x-;i/) 
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TLC : Rf 0.54(^an*;l/i, : pt^y-;i/=8 : 1); 

NMR (CDa 3 ) : S 7.87 (d, J = 8.2 Hz, 2H), 7.22 (d, J = 8.2 Hz, 2H), 7.14-7.28 (m, 

5 1H), 6.82 (m, 3H), 4.19 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 
2.63 (t, J = 7.6 Hz, 2H), 2.34 (s, 3H), 1.61 (m, 2H), 1.35 (m, 2H), 0.92 (t, J = 7.2 Hz, 
3H)o 

10 2- (3- (2- (5 2- (4-^nD7i^) **^/~ )V- 

xh^ri/) 7x-;i/) W&L 




15 TLC:Rf 0.57 n o*;|/A : ^ * y -;U= 8 : 1 ) ; 

NMR (CDa 3 ) : 5 7.90 (d, J = 8.8 Hz, 2H), 7.38 (d, J = 8.8 Hz, 2H), 7.16-7.28 (m, 
1H), 6.83 (m, 3H), 4.20 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 
2.36 (s, 3H) 0 

20 mm mo) 

2- (3- (2- (5-^^-2- (tt7x>-2->f*) 

-4-y()V) Xh^y) 7*-*) 
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TLC:Rf 0.70(?nn*;UA : * ?J-)V=5 : 1) ; 

NMR (CDCI3) : 8 7.59 (dd, J = 3.6, 1.2 Hz, 1H), 7.36 (dd, J = 4.8, 1.2 Hz, 1H), 

5 7.21 (m, 1H), 7.07 (dd, J = 4.8, 3.6 Hz, 1H), 6.77-6.87 (m, 3H), 4.20 (t, J = 6.6 Hz, 
2H), 3.60 (s, 2H), 2.95 (t, J = 6.6 Hz, 2H), 2. 34 (s, 3H) C 

mMW2 (1 1 1) 

2- (3- (2- (5-^^)1-2- (77>-2-^^) t^W-fr- 4 
10 x^y) 7x^)1/) gf=8& 



TLC:Rf 0.69(^nn*;l/A : p{ ^^-;i/=5 : i) ; 
15 NMR (CDCI3) : 8 7.51 (m, 1H), 7.21 (m, 1H), 6.93 (d, J = 3.5 Hz, 1H), 6.78-6.87 
(m, 3H), 6.50 (dd, J = 3.5, 1.9 Hz, 1H), 4.22 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.95 (t, 
J = 6.6 Hz, 2H), 2.35 (s, 3H)o 

mmm2 (i 1 2) 

20 2 - (3 - (2- (5 -^>l/-2- (tTV Vy-l-4*/) *Wf-*- 
i-<ifr) xf*y) 7x-;U) 
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TLC:Rf o.67(^nn*;i/A : *?j-)v=5 : 1); 

NMR (CDCI3) : S 8.71 (d, J =4.8 Hz, 1H), 8.05 (d, J = 7.8 Hz, 1H), 7.79 (ddd, J 
5 = 7.8, 7.8, 1.8 Hz, 1H), 7.32 (ddd, J = 7.8, 4.8, 1.8 Hz, 1H), 7.21 (dd, J = 7.8, 7.8 
Hz, 1H), 6.78-6.87 (m, 3H), 4 .26 (t, J = 6.8 Hz, 2H), 3.61 (s, 2H), 2.99 (t, J = 6.8 
Hz, 2H), 2.41 (s, 3H) 0 

mm 2 (113) 
10 2- (3- (2- (5 -^f-*- 2 - (2-*f-/U7x=.*) 
xRy) -7x.-)V) m& 




15 TLC:Rf 0.68 (? tf n*;i/i» : * ? J —JU= 5 : 1 ) ; 

NMR (CDC1 3 ) : 8 7.90 (in, 1H), 7. 18-7.30 (m, 4H), 6.80-6.87 (m, 3H), 4.24 (t, J = 
6.7 Hz, 2H), 3.60 (s, 2H), 2.98 (t, J = 6.7 Hz, 2H), 2.64 (s, 3H), 2.37 (s, 3H)„ 

20 2- (3- (2- (5-^*- 2- (3 -*1-fr~7 ^=-)V) Hr^V-)V- 
4-4*) x^y) 7x-;l/) 
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TLC:Rf 0.71 (?on*/l/A : * *y-/l/=5 : 1) ; 

NMR (CDCI3) : d 7.74-7.81 (m, 2H), 7.17-7.35 (m, 3H), 6.78-6.87 (m, 3H), 4.21 
(t, J = 6.6 Hz, 2H), 3.60 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.39 (s, 3H), 2.36 (s, 3H) 0 

mmm (J 1 5) 

2- (3- (2- (5-X^;u-2- (4-HJ7Wn^fji/7x-;i/) * 




TLC : Rf 0«54(*nn*A/A : >*v-/u=8 : 1); 

NMR (CDCI3) : 5 8.08 (d, J = 8.0 Hz, 2H), 7.67 (d, J = 8.0 Hz, 2H), 7.17-7.24 (m, 

1H), 6.83 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.60 (s, 2H), 2.98 (t, J = 6.6 Hz, 2H), 
2.39 (s, 3H) 0 

3?ftfc0)| 2 (116) 

2- (3- (2- (5-^^-2- (4-7Ho7x-^) *WS-JU 
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0 



OH 



TLC:Rf 0.59(^nn*;i/^ : ^ ^y-;l/=8 : 1) ; 

NMR (CDC1 3 ) : $ 7.95 (m, 2H), 7.03-7.26 (m, 3H), 6.83 (m, 3H), 4.20 (t, J = 6.6 
Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.35 (s, 3H) 0 

mm (1 1 7) 

2- (3- (2- (5-^;l"-2- (4-v7/7i-;i/) tZ-W-fr- 



TLC:Rf 0.52(^nD*;UA : > ^y-;u=9 : 1) ; 

NMR (CDCI3) : 8 8.06 (d, J = 8.6 Hz, 2H), 7.70 (d, J = 8.6 Hz, 2H), 7.22 (m, 1H), 

6.78-6.87 (m, 3H), 4.23 (t, J = 6.4 Hz, 2H), 3.60 (s, 2H), 2.98 (t, J = 6.4 Hz, 2H), 
2.40 (s, 3H) 

mm g 1 sj 

2- (3- (2- (5 2- (4-*f-*-l, 2, 3-f7^7V 
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CH 3 



TLC : Rf 0.54(^no*;i/A : * ?;-)V=9 I 1); 

NMR (CDCI3) : S 7.23 (m, 1H), 6.78-6.88 (m, 3H), 4.23 (t, J = 6.5 Hz, 2H), 3.60 
5 (s, 2H), 3.02 (s, 3H), 2.98 (t, J = 6.5 Hz, 2H), 2.40 (s, 3H)„ 

mm (119) 

2- (3- (2- (5 2- (2, 3, 5, 6 — r h 4 



TLC :Rf 0.34(^na*;l/A : ^t^y-;u=8 ! 1); 

NMR(CDC1 3 ): 5 7.22 (m, 1H), 6.76-6.90 (m, 3H), 4.23 (t, J = 6.4 Hz, 2H), 3.60 
15 (s, 2H), 3.01 (t, J = 6.4 Hz, 2H), 2.40 (s, 3H), 2.33 (s, 3H) C 

2- (3- (2- (5-^^-2 - (3 -^FD-4-^f;V7x^;u) * 



10 




20 
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TLC:Rf 0.31 (^oo^;i/A : pt^y-;i/=8 : 1) ; 

NMR (CDa 3 ) : d 8.54 (d, J = 1.6 Hz, 1H), 8.08 (dd, J = 8.0, 1.6 Hz, 1H), 7.39 (d, 

5 J = 8.0 Hz, 1H), 7. 17 (m, 1H), 6.66-6.90 (m, 3H), 4.21 (t, J = 6.4 Hz, 2H), 3.59 (s, 
2H), 2.97 (t, J = 6.4 Hz, 2H), 2.63 (s, 3H), 2.39 (s, 3H)o 

gfifcflH2 (12 1) 

2- (3- (2- (5-^^)1-2 -->*n/v*v;i/*^V'-;i'-4 -J )V) 
10 xh^y) 71;^ Bfc® 




TLC : Rf 0.44(^nn*;UA : ^ ^y-;l/=9 : 1) ; 
15 NMR (CDCI3) : 5 7. 19 (dd, J = 8.0, 8.0 Hz, 1H), 6.74-6.87 (m, 3H), 4. 10 (t, J = 
6.6 Hz, 2H), 3.59 (s, 2H), 2.85 (t, J = 6.6 Hz, 2H), 2.71 (m, 1H), 2.23 (s, 3H), 1.96- 
2.04 (m, 2H), 1.19-1.86 (m, 8H ) 0 

mm (1 2 2) 

20 2 - (3 - (2- (5-*1-)l<-2-*y>ru^yi-)V**4t*/-)V-A-yl)V) 
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TLC :Rf 0.46(^od*;1/A : ^^y-;u=9 : l); 

NMR (CDCI3) : S 7.19 (dd, J =7.9, 7.9 Hz, 1H), 6.74-6.87 (m, 3H), 4. 11 (t, J = 
5 6.6 Hz, 2H), 3.59 (s, 2H), 3. 14 (m, 1H), 2.86 (t, J = 6.6 Hz, 2H), 2.24 (s, 3H), 1.56- 
2.12 (m, 8H) 0 

mm (12 3) 

2- (3- (2- (5-^-^-2- (4-^>f-;w7x-;u) **-9-y-;u 
10 -4-4)V) X^y) 7jc-;U) ffsg 



H 3 C 




TLC : Rf 0.44 (*nn#;l>A 8 : 1); 

15 NMR(CDa 3 ): <5 7.87 (d, J = 8.4 Hz, 2H), 7.22 (d, J = 8.4 Hz, 2H), 7.20 (m, 1H), 
6.75-6.90 (m, 3H), 4.19 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 
2.62 (t, J = 7.6 Hz, 2H), 2.35 (s, 3H), 1.62 (m, 2H), 1.23-1.44 (m, 4H), 0.89 (t, J = 
6.8 Hz, 3H) 0 

20 mmi u 2_4j 

2- (3- (2- (5 2 - (tTV 9 J>-4-4fr) 
4-4 fr) Xh^rv) 7a-JMW*) 
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TLC : Rf 0.36(^nn*;i/A : ^ ^y-;l/=4 : 1) ; 

NMR (DMSO-dfi) : $ 8.75 (d, J = 6 Hz, 2H), 7. 80 (d, J = 6 Hz, 2H), 7. 20 (dd, J = 

5 8, 8 Hz, 1H), 6.95-6.80 (m, 3H), 4.20 (t, J = 7 Hz, 2H), 3.75 (s, 2H), 3.05 (s, 2H), 
2.95 (t, J = 7 Hz, 2H), 2.40 (s, 3H)„ 

(1 2 5) 

2- (3- (2- (5-*+)\>-2 - )V) t^V-JV- 

10 4 --OP) xK>>) 7i^JV) WfWL 




TLC : Rf 0.39(^nn*;i/A : ^ ^y-;i/=9 : 1) ; 
15 NMR (DMSO-d 6 ) : d 12.28 (brs, 1H), 9.07 (d, J = 1.5 Hz, 1H), 8.65 (d, J = 4.8 Hz, 
1H), 8.24 (d, J = 8.4 Hz, 1H), 7.52 (dd, J » 8.4 Hz, 4.8 Hz, 1H), 7.21-7. 16 (m, 1H), 
6.82-6.79 (m, 3H), 4.18 (t, J = 6.6 Ha 2H), 3.50 (s, 2H), 2.93 (t, J = 6.6 Hz, 2H), 
2.37 (s, 3H) 0 

20 (12 6) 

2- (3- (2- (5-^f-;U-2- (tf'Jy>-4-^) jj-*^/-*- 
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TLC:Rf 0.34(^nn^;l/A : ^^y-;u=g ; l); 

NMR (DMSO-d6) : 6 12.29 (brs, 1H), 8.69 (d, J = 6.0 Hz, 2H), 7.80 (d, J = 6.0 Hz, 

5 2H), 7.21-7.16 (m, 1H), 6.82-6.78 (m, 3H), 4.19 (t, J = 6.6 Hz, 2H), 3.50 (s, 2H), 
2.95 (t, J = 6.6 Hz, 2H), 2.38 (s, 3H) 0 

mm (I 2 7) 

2- (3- (2- (5 ->f-;u-2 - (4-P<-f ;Wtf^7v?>- 1 -<{)V) + 
io 7V-;i/-4->f;i') x|«^» 7x-;u) 




TLC : Rf 0.40(?nn*;WA : * ?y-;U=3 : 1); 
15 NMR(CDC1 3 ): 5 7.00-7.20 (m, 2H), 6.70-6.85 (m, 3H), 4.19 (t, J = 6.6 Hz, 2H), 
3.46-3.55 (m, 4H), 2.91 (t, J = 6.6 Hz, 2H), 2.75-2.83 (m, 4H), 2.47 (s, 3H), 2.24 (s, 
3H) 0 

•£foM2 (12 8) 

20 2 - (3 - (2 - (5-^^-2-7jl-^**-9-V-;1/-4-'01/) jc h 
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TLC:Rf 0.31 (tK: *9J~* \ ^on^A=l : 10: 100); 
NMR (CDQ 3 ) : 8 7.98 (m, 2H), 7.50-7.40 (m. 3H), 7.24 (dd, J = 8.0, 8.0 Hz, 1H), 
5 7.00 (m, 1H), 6.95-6.80 (m, 2H), 4.62 (s, 2H), 4.26 (t, J = 7.0Hz, 2H), 4. 11 (s, 2H), 
2.99 (t, J = 7.0 Hz, 2H), 2.39 (s, 3H) G 

mm H 2 

2- (3- (2- (5-p«f-^-2- (vfy yy-z-uv) 




TLC:Rf o.4l (?nn*;i/A : * *y-/u=4 : 1) ; 
15 NMR (DMSO-dg) : S 9.05 (s, 1H), 8.65 (d, J = 4 Hz, 1H), 8.25 (d, J = 7 Hz, 1H), 
7.55 (m, 1H), 7.20 (dd, J = 7, 7 Hz, 1H), 6.95-6.80 (m, 3H), 4.20 (t, J = 6 Hz, 2H), 
3.80 (s, 2H), 3.10 (s, 2H), 2.95 (t, J = 6 Hz, 2H), 2.40 (s, 3H) C 

20 2 - (3 - (2 - (5 2 - (4 - ff-fr?-*? 
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TLC:0.44(?nn*;i/A : ^ */-;w=8 I 1) ; 

NMR (CDCI3) : S 7.87 (d, J = 8.6 Hz, 2H), 7.26 (d, J = 8.6 Hz, 2H), 7.21 (m, 1H), 
5 6.75-6.89 (m, 3H), 4.20 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 
2.51 (s, 3H), 2.35 (s, 3H) 0 

mm (13 1) 

2- (3- (2- (5-^^;l/-2-v^o-/Dt*;l/^-^-9->/-;u-4-^;p) 
10 Xh + y) 7xx;V) tffc 




TLC:Rf 0.43(^nn*^A : *?;-)V=9 : 1); 
15 NMR CDCI3) : d 7.25-7. 10 (m, 1H), 6.86-6.74 (m, 3H), 4. 10 (t, J = 6.6 Hz, 2H), 
3.58 (s, 2H), 2.82 (t, J = 6.6 Hz, 2H), 2.20 (s, 3H), 2.04-1.98 (m, 1H), 1.01-0.94 (m, 
4H) 0 

mmm 2 (132) 

20 2 - (3 - (2 - (5 ->^-2 - (4-- l«D7i-Jl/) 

4-4)V) Xh^y) 7x-^) gf:g 
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TLC:Rf 0.53(^nn^;UA ; * ?J-)V=§ : 1) ; 

NMR (CDCI3) : <j 8.30 (d, J = 9.0 Hz, 2H), 8. 14 (d, J = 9.0 Hz, 2H), 7.22 (dd, J = 
5 8.0, 8.0 Hz, 1H), 6.77-6.90 (m, 3H), 4.25 (t, J = 6.6 Hz, 2H), 3.57 (s, 2H), 3.00 (t, J 
= 6.6Hz,2H), 2.43(s,3H) 0 

mmm 2 (133) 

2- (3- (2- {b-***-2- y y-2 -4H>) 
10 4--f;U) xh^y) 7xXjl.) gf=$ 




TLC.Rf o.5i(^on*;i/A : ^?y-;u=9 : 1); 

15 NMR (CDCI3) : d 8.16-8.28 (m, 3H), 7.83 (m, 1H), 7.75 (m, 1H), 7.57 (m, 1H), 
7.22 (dd, J = 8.2, 8.2 Hz, 1H), 6.78-6.87 (m, 3H), 4.29 (t, J = 6.6 Hz, 2H), 3.61 (s, 
2H), 3.04 (t, J = 6.6 Hz, 2H), 2.46 (s, 3H) 0 

mSSM2 (1 3 4) 

20 2 - (3 - (2 - (5 -^^;U-2- (3-F'J7Wn>^y7x^l/) 
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TLC:Rf 0.37(^nn^;l/A : pi^y-;i/=9 : l); 

NMR (CDCI3) : 8 7.91 (dt, J - 7.8, 1.2 Hz, 1H), 7.85-7.80 (m, 1H), 7.45 (t, J = 
5 7.8 Hz, 1H), 7.28-7. 17 (m, 2H), 6.89-6.78 (m, 3H), 4.22 (t, J = 6.6 Hz, 2H), 3.60 (s, 
2H), 2.97 (t, J = 6.6 Hz, 2H), 2.38 (s, 3H) C 

2- (3- (2- (5-^;W-2- (2 - h V -7)U*U* h #*>7ji-A/) 




TLC:Rf 0.42(^nn*;i/A : p{ ^y-;l/=9 : 1); 
15 NMR (CDa 3 ) : 5 8.06 (dd, J = 7.8, 2.0 Hz, 1H), 7.49-7.31 (m, 3H), 7.27-7.17 (m, 

1H), 6.88-6.78 (m, 3H), 4.23 (t, J = 6.8 Hz, 2H), 3.60 (s, 2H), 2.98 (t, J = 6.8 Hz, 
2H), 2.38 (s, 3H) 0 

mm 2 (13 6) 

20 2 - (3 - (2 - (4-^f;V-2-7x^;l't^t , /-JV- 5-4 fr) sl. h 
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TLC:Rf 0.44(^od*;1/A : pi^y-;l/=9 I 1); 

NMR (CDCI3) : 6 8.00-7.93 (m, 2H), 7.46-7.37 (m, 3H), 7.28-7. 18 (m, 1H), 6.90- 
5 6.78 (m, 3H), 4.22 (t, J = 6.8 Hz, 2H), 3.61 (s, 2H), 3. 14 (t, J = 6. 8 Hz, 2H), 2.20 (s, 
3H) 0 

mmz (1 3 7) 

2- (3- (2- (5 -^f-^-2 - (1, 3-yt^-9--r>^>-5-^;w) 
10 **W-)\'-A-'<)V) x^y) 7x-W^v) ffeK 




TLC : Rf 0.20(?nn*;i/A : o o : 1 o : d; 

15 NMR (CD3OD) : 8 7.49 (dd, J = 8.4, 1.8 Hz, 1H), 7.38 (d, J - 1.8 Hz, 1H), 7.22 (t, 
J= 7.8 Hz, 1H), 6.97-6.79 (m, 4H), 6.01 (s, 2H), 4.54 (s, 2H), 4.26 (t, J = 6.4 Hz, 
2H), 4.06 (s, 2H), 2.93 (t, J = 6.4 Hz, 2H), 2.33 (s, 3H) 0 

mm 

20 2 - (3 - (2 - ( 5 - ^f Jl'- 2 - 7x^i^^ftV'-;l'- 4 - ^f ^) -Xf- 
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2- ( 5 - ^ f Ji' - 2 - 7x - ;^^f 4 - 'f jcf-^ynvf 

K (1 3 6mg) -* )\si]-7Y~7 ^-frffife • (7 8 

5 mg) fcT-feb-Mj* (5m 1) WIU ^tfU^A (1 8 0mg) £ 

7y-7 <- (?nn*;i,A :gf:®x^;i/=2 0 0 11—50:1) -cafftL, 
10 Tffifcttl**W*S*5&Wflte» ( 9 2 m g ) 
TLC :Rf 0.33(Bfc$P^>t, : ^**ry = \ \ 3) ; 

NMR (CDC1 3 ) : 5 7.96 (m, 2H), 7.50-7.35 (m. 3H), 7.30-7.15 (m, 3H), 7.06 (m, 
1H), 3.69 (s, 3H), 3.57 (s, 2H), 3.28 (t, J = 7.0 Hz, 2H), 2.82 (t, J = 7.0 Hz, 2H), 
2.27 (s, 3H) 0 

15 

mm* 

2- (3- (2- (5-^f;V-2-7x-;i't+t/-Jl/-4-'f;V) xl- 



20 




3- (2- (5-^f^-2-7x-mty-^-4-^f;V) 
^>v;l/f-*-;U (I.15g) ©x?;-jl/ (3 5ml) muz 2 
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^f;V/n;Of . j^r frjixj-jn, (0.64 ml) is X Iff" MJ^i»;*f-V — |> 
(2 9 0mg) *01C-Ci?Dx., 3 BlIIBKftLfco fcm^WiP 

$l **Lfc. ^>m*7Kicirax.> frtmibLtzo m&mzi&m 

5 y;V*5A^Dvh757-f- (^*"9"> : ftftxf-;u=5 : 1) -CflMRU 
TiB»ttlt«:^rt4*»Wft^* (1.69 g) 
TLC:Rf 0.46C\*^> : ffi®x^;i/=4 II); 

NMR (CDC1 3 ) : 5 8.01-7.94 (m, 2H), 7.46-7.37 (m, 3H), 7.18 (t, J= 8.0 Hz, 1H), 
6.89-6.72 (m, 3H), 4.23 (t, J = 6.8 Hz, 2H), 4.12 (q, J = 7.0 Hz, 2H), 3.79 (s, 2H), 
10 2.97 (t, J = 6.8 Hz, 2H), 2.38 (s, 3H), 1.53 (s, 6H), 1.26 (t, J = 7.0 Hz, 3H) e 

mum 1 ?n&Ltzit&®<Dftt> *> iznmm 3&x vnnm 4 -em&Ltzit 

2- (3- (2- (5-ptf-?P- 2-7x-^*W-*-4-f^) x^ 



TLC:Rf 0.50(7fc: * 9 J -to \ ?OD*W=l :io:ioo); 
NMR (CDCI3) : 5 7.94 (m, 2H), 7.45-7.35 (m. 3H), 7.30-7.15 (m, 3H), 7.07 (m, 
25 1H), 3.58 (s, 2H), 3.25 (t, J = 7.0 Hz, 2H), 2.81 (t, J = 7.0 Hz, 2H), 2.25 (s, 3H) 0 
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2- (3- (2- (5-^f^-2-7x-Wt/-^-4-'f;i/) 




TLC:Rf 0.53 (^3Mf> : gj=$.x^;u = 1:3); 

NMR (CDC1 3 ) : <J 8.00-7.94 (m, 2H), 7.46-7.41 (m, 3H), 7. 15 (t, J = 7.8 Hz, 1H), 
7.08 (m, 1H), 6.84-6.74 (m, 2H), 4.29 (t, J = 7.2 Hz, 2H), 3.88 (s, 2H), 2.99 (t, J = 
7.2 Hz, 1H), 2.38 (s, 3H), 1.58 (s, 6H) C 

2- (3- (2- (5-^f;i/-2-7x^t^ty-;l'-4-^l') J^Y 
*v) 7x-JMfm) -2-p<?-;U7'n/0$ • ^- h 1; ? 




TLC : Rf 0.53 > : SIKxf^= 1:3)1 

NMR (CD3OD) : 8 7.98-7.93 (m, 2H), 7.49-7.43 (m, 3H), 7. 13 (t, J = 7.4 Hz, 1H), 
6.92-6.85 (m, 2H), 6.78-6.70 (m, 1H), 4.23 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 2.96 (t, 
J = 6.6 Hz, 2H), 2.36 (s, 3H), 1.46 (s, 6H) 0 
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3- (2- (5 2 -7x-A/*tt7-</-4 ->f x^y) 



2- (5-^f^-2-7i-;i/t*t7^-4-'f;i') JL?/-;i, (i.02 
g) , 3 — t: Kn^y^^XT^f H K (0.73g) fcj:0 f f'j7x-M^7^ 

> d.57 g) zmttrisy (i omi) k*jbu i, i* - (ryy^w 

io v^t?^'; vy (i.74 g) * o r-cupx., m^-c 2 NMBi«#Lfc. SJSfi^ 
M7A^D7F/77^- (^^;-iv:^nD*u=i : ioo) 

ML, TKtottfc*£-r**»fr&» (l.30g) 
TLC:Rf 0.77 ^on*;i/i= l ; 2 0) ; 

15 NMR (CDC1 3 ) : d 9.96 (s, 1H), 7.98 (m, 2H), 7.50-7.35 (m, 6H), 7.17 (m, 1H), 
4.31 (t, J = 6.0Hz, 2H), 3.01 (t, J = 6.0Hz, 2H), 2.38 (s, 3H) C 



3- (2- (5-^f;v-2-7x-^^tV-;i'-4-'f;i/) -xh*v) 
20 vyfn-MJji/ 
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##08 6 -CgliiL 7Mfc£% (13 5mg) X V 3 <MfcEI& (13mg) £ 

mt^^-^y Omi) c»jsiu o-c-ehu^f-^vu;^ b (O.Um 1) 

itHSL^o > (3ml) IZfeffi L, 2 N-£$ 

(0.5ml) *JOx.* ^-C-M^L/Co £(L>M?Kt^i:J)DA, ft&i 

v-^A-c^m, ^asu Tm®&mz%tz>mmit&® a 4 0m g ) 

10 tzo 

TLC :Rf 0.27(BI^^^ I ^^-9->= 1 I 2); 

NMR (CDC1 3 ) : 5 7.94 (m, 2H), 7.45-7.35 (m, 3H), 7.29 (dd, J = 8.0, 8.0Hz, 1H), 
7. 10-7.00 (m, 2H), 6.90 (m, 1H), 5.49 (d, J = 6.0Hz, 1H), 4.73 (d, J = 6.0Hz, 1H), 
4.16 (t, J = 6.5Hz, 2H), 2.92 (t, J = 6.5Hz, 2H), 2.37 (s, 3H) C 

15 

c-vry-3- (2- (5-p<f-^-2-7i-;i/^^-9-v*-;u-4-^;p) 



20 




##0!l7-C«L/dk^ (9 3mg) Zi&it*1-U> (3ml) MS#U 
m-C&itrt-fr (6 1ml) fcitfy^fM^r? K ( 1 ffi) SrJjPx, 
[&-?3 Ofl^Jt#L£o RJfc&^&^TfcKJjp;^ 8t^^-Cfc!iffiL£o 
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W-r 7 *'>«JrA-Cjtt*||, ML, TiBtottte*Wl-a (9 9 
mg) *&tz 0 

TLC: Rf 0.74(M^f-;W : ^^r-9->= 1 I 1); 
5 NMR (CDC1 3 ) : £ 7.97 (m, 2H), 7.50-7.35 (m, 3H), 7.33 (dd, J = 8.0, 8.0Hz, 1H), 
7. 10-7.00 (m, 2H), 6.98 (m, 1H), 5.75 (s, 1H), 4.23 (t, J = 6.5Hz, 2H), 2.93 (t, J = 
6.5Hz, 2H), 2.36 (s, 3H)o 

IMi 

10 5- (3- (2- (5-^f^-2-7x^t^ , /-;i/-4-'f^) if 
*v) 7x-;P) -2, 4-T7WJ> f J*> 




15 mmB^m^ttzit^ (99mg) ami) izmmt, 

rttUT (2 6mg) tiJDx., 3 m®MffiL tz 0 &ES8£»ifcfc 2 NHfiK 
(1.5ml) tfiPx., -SfeliLto SJSii^«t*f&*tCliDx., K^f^T 

20 %mtt&m ( 6 0 m g ) 

TLC: Rf 031 : ^\*^> = 1 : 1); 

NMR (de-DMSO) : 5 7.90 (m, 2H), 7.60-7.40 (m, 3H), 7.31 (dd, J=8.0, 8.0Hz, 
1H), 7.00-6.90 (m, 3H), 5.75 (s. 1H), 4.23 (t, J = 6.5Hz, 2H), 2.93 (t, J = 6.5Hz, 2H), 
2.36 (s, 3H) 0 
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mmm] 
m m i 

1 0 0$S£f§7fc o 

5 • 2 - (3 - (4 - (4-^f^7xz;i/) 7 2 - /M b+v) 

7*-** gfc® 10.0g 

•WJ3-^^y-)A GSm#J) o.2g 

• Xx7V>&v^*v*A (iirf^J) o.i g 

•ISbfe^-b;vn«-^ 9.7 g 

10 

T>7)Vizftmi, ismtznmm&Mi, i7>^, 20mgo*§ 

15 • 2 - (3 - (4- (4-^f-;V7jc^;U) f77-*-2->fW h*->) 

7o^;i^^;u^*) ftSK 2 g 

•^-H 5g 

• 1000m 1 
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1 . ( I ) 




5 

A2tt-0-^7ttt-S-^Sr^*)U 

10 n(il~5^at>L, 
R 1 it 

(i) TkHlK^K 

(ii) C l~87;HJVi> 
(ffi) Aoy>^, 

15 (iv) C l~47;i'3^yl, 

(v) -hnl, 

(vi) h V^n^tf-;!/^ 

(vii) r'J^tM 

(viii) h V^n^^Uf-*^ 
20 (ix) v7/i, 

(x) C l~4 7)l/^ftS, 

(xi) NR5R6£ R5i3X^R6\i^tl^imiLLX, tz 
JiC l-4 7;^^it>t, ) , 
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(xii) ifctt 

(xiii) Afnfl^^L, 
R2(± 

(i) tK.#M^s 

(ii) C l~4 7;^;i/|, 

(si) ^uyym-s ttz\t 

(iv) h'J^tM^&i^fcU 

c y c i 



(l) + f- -f f * // 



10 C y c 2 gtt 

(0 ft*sit& 4fctt 

(ii) AfDil^bU 
R3{± 

(i) **g*, 
15 (ii) C 

(iii) ^Dyvgf, 

(iv) C l-4 7^3*'>i, 

(v) -hni, 
(vi) 

20 (vii) h'J^npt h*vg % 

(viii) Hj^tMf-;i^*^ 

(ix) '>7/I, Sfctt 

(x) Cl-4 7WftS^L, 
R4{i 



222 



WO 99/46232 



PCT/JP99/01134 



(i) — A 4 -C~ COOR 7 ttiit 

(ii) 2, 4-fT7'Jy>v^>-5-^l^U 

(o 

5 (ii) C 1~47J^1/^ 

(Hi) -Cl~47;Hk>-0-l, ttzli 
(iv) -C1~47MU>-S-M^U 

io fc£U 

(1) R4|42ffi*fctt3tti;:*fr&«fc©iU 

(2) R4*«3ttK«f^U A 4 £l±^ f- > U A3KH 
£^fc>U Cy c 1 #^>-tf V^Wot b AUl^f-U^ x^p>, 

20 RftTifflT** fjf*©$6H l IB*©***** v- A«^J&ttft£$#«» 

3 . m*vmm 1 ( i ) ^sfi^k^, 
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4 . -HRA ( I ) 




io (*»K 

AMiC l~47^1/>SJtliC2~4T;i/^-l'^It)U 
A 2 (± - 0 -** fz fit - S U 

A3ttCH3£*fcttN&*£fcU 
nli 1 ~5 *&fcU 
15 R l ii 

(i) TfcftlS?, 

(ii) C l~8 7;^iH, 

(iii) /^ny^gf, 

(iv) C 1 - 4 7JU3*->3k 
20 (v) -fol, 

(vi) 

(vu) b 'J^n^t 

(viii) MJAD^fjl/ftl, 
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(ix) yT^i, 

(x) Cl-4 7fl/**f-*3k 

(xi) NR5R6^ (36tj3 % R5£J:tfR6|i^ti^«:£LT, 
UCl-4 7^;H*It>t, ) > 

5 (xu) &tmm&. at\± 
(xiii) Afoii^^u 

R2{± 

(i) JicltJI^ 
(fi) C 

10 (ffi) ;>D^>Sf, ttztt 

(iv) h'J^n^fjvMifcL, 
Cyclili 

w " 1 uu \\ // m \\ // 



Cyc2lli 
15 (i) ifcli 

(n) ^rnSjtgfc^bU 
R3(i 

(i) Tkmifc^ 

(ii) C 1 - 8 T)V*)V^ 
20 (Hi) Any>If, 

(iv) Cl~47^3^vl, 

(v) -hnS, 

(vi) HJ/\n*f-*3k 

(vii) h'J/MM h**>&, 
25 (viii) l>'jAn^f;i/ftI, 
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(ix) vr;!, ttzli 

(x) Cl~4 7WftMIfcU 

R 8 R 9 

(i) — A 4 -C— COOR 7 ttzit 

5 (ii) 2, y>i?*>-5-4 )U&£%:t>L. 

A Mi 

a) mis^ 

(ii) C 1 ~~AT)\<*rVym, 

(iii) -Cl~47JKU>-0-I, ifctt 
10 (iv) -Cl-47^1/>-S-iS:$*)U 

(1) R4i*2it$tzl±3tiUZ&&'rz>i)<Dt U 
15 (2) R4^*3^tc^L, A4«^*^(i^f-^>^^L, A3#CH 
£^bU Cy c li!>*'<>>e>i$it>i-b Al|^fl/>, .x^>, 

20 5. tt^^ffl4iB^-«t^ (I) -zmztizit&ywn *>, Cycll 



5r^1-ft*O^H0 4|em^'fb^tl. Ztib<Dimffl&. *tz\i*tib<D& 




(iii) j- 
N — y 
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6 . 

I) 5- (3- (e7x-;l/-4->f^ h*v) 7i-^) 

5 2) 4- (3- (e7x-Jl'-4-'f^ b4rv) 7i;*) ZTtyfe - *+)V 

3) 4- (3- (2- (5->fit/-2-7i-Wt , /-Jl/-4-'f;i')x 

4) 6- (3- (2- (5-^f^-2-7x-^^t'/-;i/-4-^^)x 
10 h*v) 7x~;i/) • y^;i/j.*r>K 

5) 5- (3- (2- (5->f)l'-2-7i-WH , /-il/-4-'(^)x 

6) 6- (2- (2- (5 2 -7xx;i/tHy*-Jl/-4 -- f ;b) x 
l>*-» 7i-^) ^"tf-^gfc • ^^^x^t^K 

15 7) 5- (2 - (2 - (5-^f;i'-2-7x-WH < /-^-4-'f^)x 

8) 2- (3- (2- (5 - 7xx^t^t'/-j|/-4 ^) 

9) 5- (3- (3- (5-^f;l'-2-7xx^i|rty-ji/-4-/fji,) y 
20 n#*i/) 7x-;i/) '-o? >g£ • ;*^fl/x.*x>K 

10) 2- (3- (2- (5 -^*-2- (4-^Wxx^) fr^y- 
;U-4->f;i/) xb^rv) 7x-*) gfcgg • *?-)\/J^Xy-)U, 

II) 2- (3- (2- (5 -^f-;l/-2 - (4-xf^7x^;i/) 
;U-4-^;l^) x^y) 7i-*) • ^xXf 

25 12) 2- (3- (2- (5 -^f-;u-2 - (4-7nt>7xxjv) 

13) 2- (3- (2- (5 -^f-^-2 - (4->fy7o^7xx;|/) 
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14) 2- (3- (2- (5 -*f-;U- 2 - (4- ( 2 f-;U7*n 7 i 

**^/-.«/-4->Ol/) x^y) 7x-;U) ^ • >f-;i/JC7.x;K 

15) 2- (3- (2- (5-^^;W-2- (4-t-7fiV7ix^) **4j- 

16) 2- (3- (2- (5-^^^-2- (4-^b4rV7xX^) ^^r^V 

17) 2- (3- (2- (5-^^-2- (3, 4-^|>^y 7 ix^) * 
4r-9-V-;w-4->f ;p) xf+y) 7i-]i/) SK-^f;pxxf;K 

10 18) 2- (3- (5-^f^-2-7xxj|/t^ty-;i/-4-^;l') 
v) 7i-*) • ^fUXf*, 

19) 2- (3- (2- (5-^f;i'-2-7xx;i/f77~;P-4->f;V) J- 

20) 2- (3- (3- (5->fJl'-2-7xx;^^ty*-;|/-4-^;i / ) 
15 7*n#*v) 7xx;k) gfc$ • ^f^x^f*, 

21) 2- (3- (2- (2-7xx;vtHy*-^-4->f;i/) x^-» 7 

22) 2- (3- (2- (5-^f-A—2- (3 n n- 4 - * x-A/) 

4-4 )\>) xl>^>) 7z-;i/) ftK-^f^xxf^, 
20 23) 2 - (3 - (2 - (5-xf-;W-2-7aix:;l/^^>9-y-;w-4-^;i / ) 
^h*v) 7i-)P) ftK • >f-A/J.^f ^, 

24) 2- (3- (2- (5-^^;W-2- (4-7f;i/7xxjl/) ^^V- 
;W-4-^;U) ih4r~» 7x^^) ftR'^^iW, 

25) 2- (3- (2- (5 - (4-;dd 7 ix^) fr^-/- 
25 )V-4-4)\,) jn>^v) 7jc^.;U) Sl^f^fJK 

26) 2- (3- (2- (5-^f-^-2- (2->W7xxji/) jj-^-g-y- 
; i,_4 7x-;i/) ftK • ^f-;px^r;K 
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27) 2- (3- (2- (5-^f-^-2- (3-^f^7x^l/) ^-^^V- 

28) 2 - (3- (2- (5-^f-;U-2- (4-F'J7^n^f;i/7x^) 
** , 9-V-A'-4— f ^) -x.^» 7z-;H gj=|g • ^f-;i/x*r;i<\ 

5 29) 2 - (3 - (2 - (5-^f-;U-2- (4 - 7Jl/tD7x-;i/) **-tf-y 
-;W-4->f;i/) xh^y) 7i-^) gf-gg • ^ f-;i/.x.*-r 

30) 2- (3- (2- (5-^^;U-2 - (4-y7;7xx;v) jj-^-tf-y- 
;i/-4-^;w) x^y) 7x-;u) ^^f^r;K 

31) 2- (3- (2- (5-^<f-;U-2- (3--t>n-4-^f;i/7xxfl/) 

32) 2- (3- (2- (5 -^;u- 2 - (4-^>^7 x~;w) 





33) 2 - 


(3- 


(2- (5 -^JU-2 - 


(4-xhD7xx;i/) **tW- 




^h*v) 7xx)l/) ftg 




15 


34) 5 - 


(3- 


(e7x-;i/-4->f;Mh^y) 7x-;i/) ^>*>a, 




35) 4 - 


(3- 


(tf7x-;i/-4 -4 /M 


h*v) 7x-;i/) 7?>&, 




36) 4 - 


(3- 


(2 - (5 2 - 


7x-^^ft/-^-4-'f^) 




J-h+v) 


7 x- 








37) 6- 


(3- 


(2- (5-***-2- 


7x^tW-;i'-4-'f^) 


20 




7x: 


^;i/) 






38) 5- 


(3- 


(2- (5- < *f-/U-2- 


7xx;^+ty*-^-4-'f^) 




Xf^fy) 


7x: 


:;i/) 






39) 6- 


(2- 


(2- (5-^;u-2- 


7xx;|/tW-^-4-'fJl') 




i^v) 








25 


40) 5 — 


(2- 


(2- (5-*f-JU-2- 


7xxi;i/t+-9-v*-;i'-4 ->f ;i/) 




^h*v) 


7i: 


:;i/) 






41) 2 - 


(3- 


(2- (5-^f-;u-2 - 


7xx^t+ty-;i/-4-'fn/) 
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42) 5- (3- (3- (5->f^-2-7x-^W-H/-4->f;V) 

43) 2- (3- (2- (5 2- (4-^f;P7x-jl/) rfr^-y- 
5 )\<-A-4)V) xK-» 7i-Jl/) gf=$ N 

44) 2- (3- (2- (5 2- (4-xf^7x-)l/) 
4-4*0 xh4r-» 7x-;i/) 

45) 2- (3- (2- (5 2- (4-7'ot>7x-;P) 
-;u-4->f;v) xb^fy) 7i-;i/) 

10 46) 2 - (3 - (2- (5 2- ( 4 -4 77*n tf;t/7iX;l/) 

•9-V-;i/-4->f ;i/) x^y) 7xxjp) fj=$, 

47) 2- (3- (2- (5-^-f;U-2- (4- (2-^^7*0^) 7x 

**-9-y->u-4— f AO xh+-» 7i-)H s^Bft. 

48) 2- (3- (2- (5-^f-;W-2- (4 - t -r**7x-*) 

15 4-4*0 x^-» 7xx^) 

49) 2- (3- (2- (5->f-;U-2- (4-^^v7xx;p) 
-;U-4 xh^y) 7x^) 

50) 2- (3- (2- (5-^^;U-2- (3, 4 - b 4r'>7 x-;u) * 

4 -4*0 Xh^y) 7x-*) 

20 51) 2 - (3 - (5-^^;w-2-7x-;u^^-9-y*-;i/-4--f ;w) 
v) 7xx;v) gj=$ % 

52) 2- (3- (2- (5-^f^-2-7xxwy-;i/-4-^) x 
h*v) 7xxj,) g]=g£ % 

53) 2- (3- (3 - (5-^f^-2-7xx;i/t+t/-;i/-4-^;i/) 
25 7*0 #*v) 7x^) ft®, 

54) 2- (3- (2- (2-7xxWt'/-;V-4-^^) xKv) 7 
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55) 2- (3- (2- (5-^f-;w-2- (3-^nn-4-^f^7i^) 
**W-)U-4-<{ fr) xh^V) 7x-Jl/) ffcg£ % 

56) 2- (3- (2- (5-xf)l/-2-7x^WW-;V-4-^Jl/) 

xb^v) 7^-;w) mm. 

5 57) 2 - (3 - (2- (5->^;i/-2- (4 -T^l^x-^) ^i^y- 
;W-4--f;i/) xh^y) 7i^) 

58) 2- (3- (2^- (5->f-;W-2 - (4-^no7x-^) 
;l/ _ 4 _^ ;l/ ) i^y) 7x-J|,) gj=$ % 

59) 2- (3- (2- (5 - ^7i;;i/) **>9-y- 
10 )U-4-^)^) xRy) 7i-^) 

60) 2- (3- (2- (5-^f-;i/-2- (3-^fJl/7xz;b) j-^y-y- 

61) 2- (3- (2- (5 -^f-;i/- 2 - (4-bV7;i'to^f;V7x-;i/) 
^^y- ;l/ _4_ yf;v ,) l(>+ y) 7^-^) ft& 

15 62) 2 - (3 - (2 - (5-^f-;i/-2- (4 -7;U^n 7 ;n-;i/) *4Mfy* 

63) 2- (3- (2- (5-^f-;U-2- (4-y7^7x^) **-9-y*- 

64) 2- (3- (2- (5-^f-JU-2- (3 h o- 4 f;i/7xxjP) 
20 ^^r"9-V-;i'-4--r;V') xhi|fy) 7xx^) ftfc 

65) 2- (3- (2- (5-^^-2 - (4-^>^7ac-;u) **>9-y* 
-;i/-4-W;u) xh^ri/) 7i-;H Sg|, 

66) 2- (3- (2- (5-^^-2 - (4 h D7xxjl/) ^-^-9-7-- 
;U-4-W;U) xKv) 7x^) 

25 67) 2 - (3 - (2- (5-^f;i'-2-7x-JVt^t/-^-4-'fil') 
x^;l/^*) 7i~;i/) ^.^f;i/xxf;K 

68) 2- (3- (2- (5-^f-^-2-7jL^;i/^^r-^y*-;i/-4--f;U) 
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ire* * »*os&b 4 mw>tt&m. 
7. it&m*. 

5 1) 2- (3- (4- (4-^f^7x-^) f7/-;V-2-^M^y) 

2) 2- (3- (3- (tT7i^;l/-4 ->f IM h*v) 7x^;i/) 7nb>f 

3) 2- (3- (3- (4- (4 -^f^7x-^) J ?T s S-»'-2-<( JU* h 
10 7i-;u) 7Df;i/ft) 8fc$ • ^rt^^-f^K 

4) 2- (3- (e7x-;l/-4->fWh*y) 7x-WWt) SK- 

5) 2- (3- (2- (5-^f;i'-2-7x-;l/tW-;l'-4-^) x 
15 6) 2- (3- (3- (2- (5 - ^f ;V- 2 - 7x-;^^t s /-^- 4 - 'f 

7) 2- (3- (2- (tf7x^;U-4--f ^) X^y) 7x-***-*f-jj-) 

8) 2- (4 -y-nn-3 - (2- (5 2 -7xx;vt^tV-^- 
20 4 -^^) xh^rv) 7x-WWt) ffc$ • ^ ^lo^-f 

9) 2- (4-?nn-3- (4- (4-^f^7x-;i/) f7V-^-2->f 

10) 2- (3- (f7x^-4-/f;M^ y ) -4-;DD7i;JMf 
25 11) 2- (3- ( (2 E) -3- (e7x-;u-4-^;i,) 7*n^;i/**-» 

12) 2- (3- (3- (t'7xX^-4-^ )V) 7*n*>y) 7x-)Mf^ 
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13) 2- (3- (lf7x-;i/-4--f A>* h*v) \£VV>~5-^( 

14) 2- (3- (4' -ynt;>fcf-7jc^;l/-4--r;i^ h*v) 7i^)M 
5 fJl/fi) Si^f^^f;K 

15) 2- (3- (4- {\£V*S>-A-<<*') 7x-Wh+y) 7x^;m 

16) 2- (3- (4- (tf »J5»-3 -4*) 7i-W h4rv) 7x-JM 
10 17) 2- (3- (4 - (1, 3-v^-^r-9--f >^>-5--f JI/) 7x^)M h 

18) 2- (3- (4- (fcfV s J>-2-4fr) 7xzWh^y) 7x^)M 

19) 2- (3- (4- (1, Z-V***t4yyy-±-4fr) 7x-;M h 
15 ^fi/) 7x^Mf;Vft) S^-^f;i/x^f^ 

20) 2- (3- (2 -7x-W7-^-4 }»*y) 7xz;Mf 

21) 2- (3- (2- (5->f-;i/-2- (4-pff-^7oi-;l/) t+^V- 
;i/-4-xf^) x^y) 7cc^;i/^^;i/f-^-) • ^f-;i/x^f-;K 

20 22) 2- (3- (2- (2-7x-W77-;i'-4-'f^) xF^.y) 7 jc 

23) 2- (3- (2- (2-7x-;l/*4r^V-^-4 -4*) x^y) 7 

24) 2- (3- (2- (5-^f"^-2- (1, 3 5- 
25 ^-#-9-y*-;w-4-^;u) xf^y) 7 x^/u^f-**-*) 

25) 2 - (3- (5-^f^-2-7x-;i/t*tV-Jl'-4-'f;M h*y) 
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26) 2- (3- (3- (5-^5^-2-7ji^**-9-y-;i/-4--Ol/) 

27) 2- (3- (2- (5 - 2 - ( 2 f-;i/7x-;i/) **-9-y*- 

28) 2- (3- (2- (5 -^;U-2 - (3-^f^7x^l/) 

29) 2- (3- (2- (5-^f-;U-2- ( 4 > * v7 x-;w) **-9-y* 

4 -^f )]/) J-Y^'y) 7x-;Mf^^) ifcgg • * f-)Vs.^y-)V, 
10 30) 2 - (3 - (2- ( 5 - ^ f ^ - 2 - 7 x-^t+t Jl'- 4 - 'f 
J^h + v) -5-^nD7x-WfW) ^•^f-^i^r^, 

31) 2- (3- (2- (5-^;P-2-7x-;U:*4r-9-V*-;l/-4-'f;i') 
-^h*v) -2 -^f;i'7xz;Mf;vf;t) ffc$ • ^f^J^rJK 

32) 2- (3- (2- (5-^f-;i'-2-7x-;U^i|r-9-v' , -;i/-4--f )V) 
15 -l-^f;i/x)»^» 7xx;i/^f;i/ft) gfcgg • p<f-/i/J^r;K 

33) 2- (3- (2- (5-^f;V-2-7x-)l/t^y-^-4->f;l/) 

34) 2- (3- (2- (5-^f;l/-2-7i-Wny-;i/-4-^) 
J^h^v) 7xx;i/^f;i/ft) 7D/r/|g.xf;vx7r^, 

20 35) 2 - (3 - (2- (5 2 - (4-xf ^7xx;i/) ^^^y- 

;i/-4--f;u) xf+v) 7xx;MfWt) Bfc$ • ^;i^*-t;k 

36) 2- (3- (2- (5-^f-;U-2- (4 - 7"nt>7xx;i.) 
-;i/-4--f;l/) xK-» 7 jt-TU* >f-;i/i7.x;u, 

37) 2 - (3- (2- (5-^f-;U-2- (4->f77nt>7xx^) 

25 -9-y*~;u-4 ->f/u) xk-» 71 ^;i/^f-;u^*) ||^f;mf;K 

38) 2- (3- (2- (5-^f;i'-2-7xx;^7/-j| / -4-^| / ) jc 
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39) 2- (3- (2- (5 2 - 

40) 2- (3- (2- ( 5 -if^- 2 - 7x-;i/t^fty-^-4 - 'f 
x^y) 7x-;l/>f;l/ft) gfcgg • ^f*x^f*, 

5 41) 2- (3- (2- (5-^f-/U-2- (4-^>f^7x-fl/) **"9-V 

42) 2- (3- (2- (5-^/U-2-V*n^*«>;w**Hj-y_ ; i,_4 - 

43) 2- (3- (2- (5-^f-;V-2- (4- ( 2 f;i/7n 7 x 
10 -;i/) *^y-;i/-4->f ;U) -x-h*v) 7x-WWt) ftifc • f- 

44) 2 - (3- (2- (5-^^;i/-2- (4- t -7f ;V7x-Jl/) **>9- 

-4)V) xKv) 7x^;Mf-;i^*) ffiS-^^XXT^ 

45) 2- (3- (2- (5-^;w-2- (4-y^nA^y;i'7xx^) * 
15 *^/-/U-4 ->f iU) x^y) 7 x-Jk* ^.^fji/x^f 

>k 

46) 2- (3- (5-p<?^-2- (1, 3-i>**iM >r>-5-<()V) 
>k 

20 47) 2- (3- (5->^;U-2- (4-^V7nh>7xx^) jj-^-g-/- 
;i/_4_^;p^ )>*>/) 7x-;i/^fW) gfcgfc • * f-^X-Xf- JK 

48) 2- (3- (2- (4->fJl/-2-7xx;^W-;V-5->f^) 
xh+y) 7x^)MfWt) gfc$ • ^f^f^ 

49) 2- (3- (2- (5 2- (3, 4-y^^fy7x^) * 
25 *^V-;i/-4 ->f ;i/) x^y) 7x-;M^;i/^*) • p< ?-;Ux.x f 

>k 

50) 2- (3- (2 - (5 -^f-^- 2 - (4-^^;i/Vf^yv>- 1 --f ;i/) 
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xA/ % 

51) 2- (3- (2- (5 ->^A>- 2 - {\ZV 9 jy-2-4to) *4MfV- 
;i/-4--f;W x^v) 7x;;Mf;i/f^-) • ;*f-A^xrA^ 
5 52) 2 - (3 - (2 - (5 -^A- 2 - (ft7x>-2-'fM t^tV 
-)\s-4-4)V) xh^y) 7i-iMfWt) • ^f-A/Ji^-jf A\ 
53) 2- (3- (2- (5 -^f-/U- 2 - (4-^f^7?;7xx;i/) * 
4 -4 AO xKv) 7xx;M Wt) fttt • JiT-Aoc.*?- 

A>> 

10 54) 2 - (3 - (2 - (5 -^f-^-2 -v^o^>^;l/^-^-ifV-ji/-4 - 

55) 2- (3- (2- (5-^^^-2-v^n7'ntf;i/^^^y-/u-4 - 

56) 2- (3- (2- (5-^f-/U-2- (4- (1, 2, 3-^7^7'/- 
15 ^-4-4 AO 7x-;P) Or^^^-fr- 4 )V) X^y) 7xx;Mf 

A"?-*) ftR- t-f-JUx.XT*'* 

57) 2- (3- (2- (5-^f-;W-2- (4- (4-^Az-l, 2, 3- 
f-Tvry-;u-5-4^) 7x-;i/) ^^■9-v*-;u-4-4;^) i^v) 
7xxi;i/pif-;i/^^-) ftifc • ^f-A/X.Xf-A', 

20 58) 2 - (3- (2 - (5 -^A- 2 - (79V-2-4*) **"9-y*-A 
-4 — (AO xh*<» 7x^)P^f^f^) Bfc$ • ^A'X^-f A\ 

59) 2- (3- (2- (5 ->^a- 2 - (if; -7>- 4 -4 AO **«}-V*- 
4 — >T^) xh^y) 7x-;MfWt) ftS^f^fA', 

60) 2- (3- (2- (5-^fJl'-2-7xXj|/t*tv'-/l/-4->f;l/) 
25 x|.#y) 7xx;M f>^y) iftfc • t -T^Ao^tA^ 

61) 2- (3- (2- (5 2- (t? V 3 -4 AO 
A-4-4A0 xh#-» 7xx;Mf^ft) M^f^f^ 
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62) 2- (3- (4- (4-^f;V7i-;l/) f7!/-;V-2-'fiM h^rv) 

63) 2- (3- (3- (e7x-Jl/-4-'f;M h*v) 7i-;i/) yoifjk 
5 64) 2- (3- (3- (4- (4 ->f;V7i-Jl/) f7V-^-2-'f;M 

65) 2- (3- (e7xrA/-4-'f^f^» 7x^;MfW) ii, 

66) 2- (3- (2- (5-^^;W-2-7i-;i/^-4r-9-V-^-4-^;W) 

10 67) 2 - (3 - (3- (2- (5 -^fJt/-2-7x-;Vt^tV-;i'-4- 
4;i/) xh^rv) 7i-f) yn £>?-*) gj=$, 

68) 2- (3- (2- (tf7x-;u-4 --f;l/) x^y) 7 j. - 
*) IN*. 

69) 2- (4-^no-3- (2- ;l/-2-7x-;i/tn7-Jl/ 
15 -4-^;w) x^«» 7i-)MWt) 

70) 2- (4 - (4- (4-^f^7x^;i/) f7/-;V-2- 

71) 2- (3- (e7x-JV-4-^f;M h + y) -4-7D07x-Wf 

mm. 

20 72) 2 - (3 - ( (2 E) -3- (lf7x-^-4-^) ^n^-lUrj-*^) 
7x-;^f;Pft) 

73) 2- (3- (3- (fc'7xzjl/-4-^;p) 7o^y) 7xx;Mf;l/ 

74) 2- (3- (tf7x-;l--4-^JMh^ry) tT U V >- 5 -- f )\/* +)V 
25 **) BHt 

75) 2- (3- (4* -7 , nt , jl/f7x-;i'-4-'f;M h^y) 7x^^ 
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76) 2- (3- (4- (tf'J V>-4-<tfr) 7x-Wh + y) 7i^;M 

77) 2- (3- (4- (e'Jy>-3-^^) 7x^b^ ^^y) 7x^;M 

5 78) 2 - (3 - (4- (1, 3-*J***M>y>-5-<1 ?V) 7x^W h 
*v) 7x^;i/ptf-;uf-*) 

79) 2- (3- (4- (fcfv v>-2--f )V) 7x^;i/*b*v) 7x^;i^ 
^;wf-*) ftgu 

80) 2- (3- (4- (1, >^>-4--f ;U) 7x^JM h 
10 *v) 7xX)MW^) 

81) 2- (3- (2-7x-;i/f77-Jl'-4-'f;Mh^y) 7x^;i^f- 

82) 2- (3- (2- (5-^;l/-2- (4-^f^7x-jl/) ^-^y- 

15 83) 2 - (3- (2- (2-7x-^f7V-;l'-4-'f^) x^y) 7 jl 
-;i/pt^;i/^^) 

84) 2- (3- (2- (2-7x-;^W-^-4->f M x^y) 7 

85) 2- (3- (2- (5-^f-;U-2- (1, 3-v**-»M ^>-5 - 
20 -Ow) ^^-9-y-;i/-4--f;u) xh+y) 7 x-;u^f-;i/ ?•:*-) Bfcgg, 

86) 2- (3- (5-^fJl/-2-7xx;^W-;b-4-^M h*v) 

87) 2- (3- (3- (5-^f^-2-7xx;l/tW-;i/-4-^Jl/) 
7*n#*v) 7x-;M-7 L ;i/f-*) 

25 88) 2 - (3 - (2 - ( 5 2 - (2->f*7x^) 
;l/-4-^;l/) x^y) 7 i-;i/ptf-;i/f-^-) 

89) 2- (3- (2- (5->f-;u-2- (3 -p< f-;U7 x-;p) **Hj-y-- 
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90) 2- (3- (2- (5->f-;U-2- (4->Ry7i-^) **^v* 
-;u-4--f;u) x^v) Bfc8L 

91) 2- (3- (2- (5-^f;l'-2-7x^W^t/^-4-'f;v) 
5 -5-^nD7x-WW*) 

92) 2 - (3- (2- (5-^-f-^-2-7aL-^**Hfy-;u-4->f;lO 
iKv') -2-pt-^;i/7x-;i/^f-;i/^^) gj*& 

93) 2- (3- (2- (5-^f^-2-7x^^^t^-;i.-4-'f;v) 

10 94) 2 - (3 - (2 - (5 -^fJl/-2-7x-;i/t*^/-Jl/-4 — f;W) 

95) 2- (3- (2- (5-^f^-2-7x-Wt/Hl/-4-f;l') 
xh^fy) 7x-)V^Wt) 7n;r/|s . 7- h «J 7A£, 

96) 2- (3- (2- (5 2 - (4-if^7x^) **-frV*- 
15 xb+y) 7xx^^W) SS, 

97) 2- (3- (2- (5-^^-2- (4-7nt>7xx;v) 
-;l/-4-^;U) xKv) 7xX^^fW) gf=^ 

98) 2- (3- (2- (5-^^-2- (4 V/nfcT/U?*-*) 
•9-v*-;u-4 ->f;i/) 7*-** gfc$, 

20 99) 2 - (3 - (2 - (5 -^f-;W-2-7jcxi;i/^7V-;i/-4-^^) x 
7x-;i/pt^;u^t) Sfc^ 

100) 2- (3- (2- (5 - ^;U-2 - (4-7f^7xx^) 
;l/-4-^;i/) xh^-y) 7xx;MfJ^t) 

101) 2- (3- (2- (5-xf;v-2-7x-;l/t^V*-;i'-4-^ /I/) 
25 xh^y) 7iX)Mf^ft) ftBL 

102) 2- (3- (2- (5 2 - (4-^>f;i'7xx^) t^V 
-)V-4-4fr) X^y) 7i-Wm*) 
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103) 2- (3- (2- (5-^;^-2-v?n/\*v;u**-^y-;i,-4_ 

104) 2- (3- (2- (5 2- (4- (2-><^ynt>) 7x 
-AO **-9-y-A—4 -4 AO x^y) 7x-;MfWt) ft$L 

5 105) 2- (3- (2- (5-^f-A--2- (4- t-^A^a^AO 
V-A—4 ->f AO ^h4v) VxxJMfWt) 

106) 2- (3- (2- (5-Af-A— 2- (4-y^n^y«/7ix;i/) * 

107) 2- (3- (5-*f-^-2- (l, z-v***t'iyyy-5-si)v) 

10 *^r*9- % /-*—4 -4** h*v) 7x;)MWft) ft®, 

108) 2- (3- (5 2 - (4-'fV7*n^7x^) ^.y-y- 
A—4->f A-* h*v) 7x^)MWi) ft$, 

109) 2- (3- (2- (4-^f^-2-7xxWtV*-^-5-'f;i') 
x|«*y) 7x-jm ft$, 

15 110) 2- (3- (2- (5-^A— 2- (3, 4-y^ h + v7ix^) * 
*^V*-A<-4->f AO x^y) 7xx;MfW) ft®?, 

111) 2 - (3- (2- (5-^f-A--2- (4 -M-)V\£s<7Vy- 1 ->f AO 
***'/-;u-4 -4 AO xh^y) ^-A^f-A**) ft®, 

112) 2- (3- (2- (5 2- (tTUv ? >-2-'f;i/) **^V*- 
20 A— 4 -4 AO Xb^fy) 7x-fl/^f;l/ft) ftgL 

113) 2- (3- (2- (5-^A--2- (f*7x>-2-'f;l') 

-A--4-4A0 x^y) 7xx;MfWt) 6!$, 

114) 2- (3- (2- (5-*f-A—2- (4-^W5;7xx^) * 

A— 4 -4 AO xh^y) 7xx;v^fW) ft®, 
25 115) 2- (3- (2- (5->-^;U-2-v*o^;/?-;u**-9-y-;i/-4- 
>fA0 xh*v) 7xx;MWt) ft®, 

116) 2- (3- (2- (5-^f-;u-2-v^nyntf;i/^-^-9-V-;b-4- 
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4;W) jcb^rv) 7i-WWt) ft& 

117) 2- (3- (2- (5 2- (4- (1, 2, 3-f7vTV- 
^-4--f;W) 7x-;U) **^/-;l/-4->f /U) X^y) 7irWf 

5 118) 2- (3- (2- (5-*f-*-2- (4- (4-^^^-l, 2, 3- 
f-T^TV— ^ — 5 — i AO 7x-^) **^y*-;i/-4->f A/) x^y) 

119) 2- (3- (2- (5 ->f-^-2 - (77>-2-^i^) **-frV-A> 
-4-^;l/) xK-» 7xz;Mf;Pf*) gfc$L 
10 120) 2- (3- (2- (5 2 - (tf'ji»-4 — f fr) 

;U-4-^f;U) i^y) 7x^;Mf^ft) SfeBt 

121) 2- (3- (2- (5-^f;l'-2-7x^H7 4 -^-4-'fJl/) 

122) 2- (3- (2- (5-**-*-2- (If V 3 ->f fr) irttV- 
15 l(. + y) 7x-;Mf^fi) ft®, 

123) 2- (3- (2- (5-><f^-2-7x-W*t , /-^-4-'f^) 
xf^y) 7x-JMf^f*) - 2 - ^f^yD/^H • 

124) 2- (3- (2- (5 - ^ f Jl' - 2 - 7x-)^^f^y-jl/- 4 -fjl/) 
xb*i/) 7ji-;i/^f-;i/f-^-) - 2 -*J-)\/-fu 

20 125) 2- (3 - (2- (5 2- (1, 3-^**-9"-f >^>-5- 
-ifr) **W-)l>-4-4)\') xh^/) 7i-WF+y) ftK- t -7* 

126) 2- (3- (2- (5-*f-;l/-2- (1, 3 -¥***M 5 - 

4A-) **-9-v-;i/-4->ni') ^h*v) 7i~A-*h*y) ifcti 
8 . tt&mi)K 
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1) 6- (3- (4- ^TV*-;l/- 2 -4 )l< * 

2) 4- (3- (4- f77-^-2->f;MKy) 
5 3) 6- (2- (4- (4-^fil'7xzjl/) fTV*-^- 2 -4 h * v) 

4) 2- (5- (lf7xx;i/-4-^M h*y) - 2 f-n7x^)Mf;l/ 

5) 2- (3- (e7x-;V-4-'f;M -4-- h07^-;u>f-;u 
10 ft) ^-^fJVxxf;K 

6) 2- (3- (2- (5 2 - (4-f , J7;i'to^f^7xxji/) 

7) 2- (3- (2- (5-^f"^-2- (4-7WD7x^) 

15 ti/—4-<iJU) xh^rv) 7i-WfW) fifcifc • ^<n/x.xr;K 

8) 2- (3- (2- (5-*1-)V-2- (4-^nn7xx;l/) ^-^^y_ ;V/ 
-4-4)V) xh^rv) 7xx;i/^;i/^tf) ftf^f^iXfJK 

9) 2- (3- (2- (5-^fJl'-2-7xxWtV-^-4-'f;i') x 

20 10) 2- (3- (2- (5-^f"^-2- (4-x hD7xx;W) 3-^.9-/ _ 
;i/-4-^;b) xj-^v) 7 ocxwl/^ ■?•;!/ ^t) . } -f-frjiXf- 

11) 2- (1- (3- (2- (5-^fJl'-2-7xxji/t^tV-;v-4- 
xf;w) iRy) yjL-p) if-*?-*) gfe$ • ^-^x^xjk 

12) 2- (3- (2- (5-h';7^^n^^;i/-2-7jiXL;p^^-9-7'-;u 
25 -4-j)V) x^v) 7i^JMfWt) fifc& • >f-;i/x^-f;i/ % 

13) 2- (3- (2- (5->f-*-2- (2, 2-^7^D-l, 3-v 
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14) 2- (3- (2- (5->f-;U-2- (2, 3, 5, 6-f>77^o 
-4-pt^^7i-;i/) ^W/~;i/-4-W >u) xb^y) 7 

5 15) 2 - (3 - (2 - (5-^fJl/-2- (3-^nn-4->tf il/7x_;i/) 

16) 2- (3- (2- (5-^x^-2- (4-hV7;i/tn^f + y7xx 
;w) t^-9-V-;w-4-^;p) x^v) 7xx;MfW) 

10 JC^fA', 

17) 2- (3- (2- (5-^;U-2- (3, 4, 5 - b V * h*->7 jc^ 
>U) si"**!/- A"- 4 ->f;W) xh^ri/) 7xx;Mf^ft) SfcB£-^x;t' 

-x*x;k 

18) 2- (3- (2- (5-*f-lU-2- (4-^f-;Wf-^-7i-;i/) 

15 4 ~-f ;U) xh^fy) 7xXJMWt) ffiK-^f^XXfil', 

19) 2- (3- (2- (5->^;i/-2- (3-xbn-4-^Wxx;i/) 
**-9-V-A— 4 — f fr) xF+y) 7xx;MfWt) • -r^i* 

20) 2- (3- (2- (5->x;W-2- (1, 3 -v>**-»M >^>-5 - 
20 -f;w) ***r/-A'-4 -4*) xh+y) 7ji-;u) s^ift • ^f^f >K 

21) 2- (3- (2- (5-^x^-2- (3, 4, 5-h'J^b^>7xx 
/U) ^^-9-V-;U-4-^;U) X^y) 7xx^) gfcg • ^fjl/XXf*, 

22) 2- (3- (2- (5-^x^-2- (4-h'j7WD^ F+v7xX 
*) t^^V-)l^-4-^ X^y) 7ac-;l/) SH^fJi/xxf;K 

25 23) 2 - (3 - (2 - (5 -^f-;U-2- (2, 2 -V7 )V*u - \ , 3 - 'J 
**4M>y>-S-4fr) ^^-9-y-;u-4 -4*/) x^y) 7i^;i/) 
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24) 2- (3- (2- (5-^^-2- ( 4 - b 'J 7;i/^n ^ x 

**-9-V-;w-4->f ;w) x^y) 7 j^ji/ 7-*) gfc&.^f- 

25) 2- (3- (2- (5 -^f-^-2 - (4 - v7/ 7x-;t,) 

5 ;i/-4--f» -x-b^v) 7x^^^Wt) • ^fjl/iXf;K 

26) 2 - (3- (2- (5-^^-2- (4-y?OA^y;i,7x^) * 
^V-;w-4-^;w) i^y) 71-^) ftK • ^f-^^r^ 

27) 2- (3- (2- (5-^;W-2- (4-^W$;7x^) * 

4-^01/) Xb^>) 7i-^) IK^f^TJK 
10 28) 2 - (3 - (2 - (5-^^;W-2- x 2 -- f ;P) 

-;l/-4 ->f ;u) x^y) 7i-^) fttt • ^f-^i^T-^, 

29) 2- (3- (2- (5 2- (77>-2-^^) ^^V- fl/ 
— 4 — J" 71^) xh^fy) 7i-)i'] ^^f;i/xxf;K 

30) 2- (3- (2- (5-*f-tU-2- (e«J5?>-2 ->f *) **-9"V- 
15 JV-A-jjU) jnf*v) 7xxjl/) ftH->f;i/XXf;K 

31) 2- (3- (2- (5-^^-2- (4->f-;W-l, 2, 
TV-;u-5--f^) *^y-;i/-4--fA') x^«» 7x-;u) 
^f)l/xxf ;k 

32) 2- (3- (2- (5-p«f-^-2- (2, 3, 5, 6-rF77Wa 
20 -4 -^f-^7oc-;u) Wv*-ji/-4->f;i') xh^y) 7x~;i/) gfclfc . 

33) 2- (3- (2- (5-^f-^-2-v^n^\^v;u^^-9-V-;U-4 - 
-f;i/) xf^fy) 7x^^) ^-^f^f^ 

34) 2- (3- (2- (5->f-^-2 -v^a^>f-;u^-#-9-V-;u-4 - 
25 ^fl/) x^y) 7x^)1/) ^-^f;i/i^f;K 

35) 2- (3- (2- (5 -^f-;U-2 - (tf'J v>- 3 -4 A/) **"9-y- 
;l / _4_^ ;l/ ) xh^y) 7x^^) g^-^^J^T^K 
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36) 2- (3- (2- (5->^;U-2- (t''Jy>-4-^V) 

37) 2- (3- (2- ( 5 2 - {4-*f-JU\£'<?i?>- 1 -^f^/) 
5 38) 2 - (3 - (2 - (5 -^f-JU-2- (4-)ifW7xx;|/) *#>9- 

39) 2- (3- (2- (5-^f;i/-2-v^o7nt:>tW-;l/-4- 

40) 2- (3- (2- (5-^f-;i/-2- (3V V 2—4JV) 
10 ;V-4 --Ol') -^h*^) 7x-*) • >K 

41) 6- (3- (4- (4-^f;l/7x-M f7V*-;i/-2-^;M h*v) 
7i-*) ^W^gg, 

42) 4- (3- (4- (4 -P«f-;i/7x-;l/) f7V-Jl'-2-'f;l'^ h*v) 
7xXJl.) 7*>$, 

15 43) 6- (2- (4- (4-^Wx-*) ^T^f-fr- 2 

44) 2- (5- (k'7x-;l/-4-'f;M h*v) -2--Fn7x^Mf 

45) 2- (3- (e7x-;i/-4 — f -4--FD7x-;Mf 
20 ***) 

46) 2- (3- (2- (5 -^7-^-2- (4 - h V 7JW^o^ f)l/7i-)l') 

47) 2- (3- (2- (5-^f-;W-2- (4-7W07x^l/) **-9-y~ 

25 48) 2 - (3 - (2- (5-^f-^-2- (4-?OD7x^) 
)U-4-j)\s) if^fy) 7xx;Mf;i/ft) BfcgL 
49) 2- (3- (2- (5-^f«'-2-7x-W^ty-;l/-4-'f^) 
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^h*iO 7i-)b) -2-^^;U7'n/N'>^ 

50) 2- (3- (2- (5 -^^^-2- (4-- Fo7x-;i/) 

51) 2- (1- (3- (2- (5->fJl/-2-7x^l/tn > /-^-4 - 
5 xh^fy) 7x-;i/) .x^i/f-tf) gfc$ N 

52) 2- (3- (2- (5- h x ) 7^o^f^-2-7i-mt7-^ 

-4 -/f;i/) xh*v) 7x-;v>fHt) ffegL 

53) 2- (3- (2- (5-^JU-2- (2, 2-V7A'*n-l, Z-V 

io ra, 

54) 2- (3- (2- (5-p(f-;U-2- (2, 3, 5, 6-fI>77WD 
-4 -tf-fr-y t^tV-^-4->f^) x^y) 7i-Wf^ 
**) ft®, 

55) 2- (3- (2- (5 -^f-JU-2- (3 on- 4 ffl/7x-^) 
15 4 -4*0 xf^fy) 7i-JWf)Vft) SfcgL 

56) 2- (3- (2- (5 ~^f-;U- 2- (4 - h 'J 7^*EM f+y7i- 
AO **-fr % /-,A>-4->f AO iKy) 7ix;MWt) gfc$ x 

57) 2- (3- (2- (5-^f-;U-2- (3, 4, 5 - h 'J ;* h+y7xx 
AO ^^^V-^-4 -4 AO X^y) 7x-WWt) ft$, 

20 58) 2- (3- (2- (5-^^-2- (4-^fW7xXjl,) 
V-;i/-4--Y;W) Xf+y) 7xx;V>f)l/ft) 

59) 2- (3- (2- (5-^^-2- (3 h n - 4 f^7ix^) 
** < 9- % /-/u-4-'f>i0 i^y) 7x-A-;rf? L A^*) 

60) 2- (3- (2- (5-ptf-;U-2- (1, 3 -v**-*M >^>-5 - 
25 -YAO *^r4y-/U-4— f^) xh^y) 7x^A0 jfeB* 

61) 2- (3- (2- (5-*f-A— 2 - (3, 4, 5 - h V ^ \ ^>7i- 
A0 WV-;l/-4-'f)l/) xh^y) 7x-A0 gj^ 
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62) 2- (3- (2- (5->f-^-2- (4-hV7;^n^ h^y 7 x^ 

63) 2- (3- (2- (5-^^-2- (2, 2-^7^0-1, 3-^ 

5 

64) 2- (3- (2- (5 2 - (4 - h 'J 7Wn^ Wt7x 
-*) **-9-V-*-4— faO ^h*v) 7*=** ffc^ 

65) 2- (3- (2- (5->f-;i/-2- (4 -'>7 / 7x-;i/) 

10 66) 2 - (3 - (2 - (5 2- (4 - n^S/ji/?*— * 

+-9-y-;i'-4--f ;i/) xh*~» 7i-^) ftgt 

67) 2- (3- (2- (5 - *^/U-2 - (4 -vV J 7 *=-)V) * 

68) 2- (3- (2- (5-p«f-^-2- (f*7x >- 2 -4 AO **-9-V 
15 -;i/-4 --f ;u) xh^-» 7x-^) ft& 

69) 2- (3- (2- (5-*f-A'-2- (7 7 >- 2 ->f AO **-9-V-;U 
-4-4*0 x^y) 7xz;v) 

70) 2- (3- (2- (5 -^f-fl'- 2 - ^^V- 
;i/-4->T;i/) xK-» 7i-;i/) ft& 

20 71) 2 - (3 - (2 - (5 -^^;U-2- (4 1 , 2, 3-f7y 
7 v /Hl/-5-^A/) )V- 4 -J JU) x^y) 7xx;l/) ^ x 

72) 2- (3- (2- (5 ->?-A'-2 - (2, 3, 5, 6-fl«77;i/tD 
-4-^f^7xz;l/) ^^y_ ;l/ _ 4 _^ ;V ) x ^ y ) 7xx/i/) g^®> 

73) 2- (3- (2- (5-*f-;W-2-->*n^*^;U**^V-;i,-4 - 
25 -f ^) x h ^y) 7xx)i/) 

74) 2- (3- (2- (5-^^;i/-2-->^D^>f-;l/^-^-9-y-;i/-4 - 

>f>u) xh#y) 7i-)i') mm. 
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75) 2- (3- (2- (5 ->^;U-2 - (If V V >- 3 -4 JU) ttt*/- 

76) 2- (3- (2- (5 2- (f'Jy>-4 ;V) 
;U_ 4 _^;i / ) x ^y) 7x-;l/) 

5 77) 2 - (3 - (2 - (5 -^^-2- (4-^f^7^>-l->fM 

78) 2- (3- (2- (5 2- (4-^W*7x-)l/) 

y-;u-4--f;w) x^v) 7xxjv) 

79) 2- (3- (2- ( 5 - ^ f ^ - 2 ^ n 7*n ^fty-^ - 4 - 
10 >fA/) .xh*'» 7x-;k) ftBt 

80) 2- (3- (2- (5-^f-;V- 2 - (*/'r/-2-^*) t*^/- 
*-4--fJU) x^y) 7i-*) gfflk 

81) 5- (3- (2- (5->f«'-2-7x^^t > /Hl/-4-'f;l') 
x^y) 7ix^) -2, 4— f-7Wy>y*>, 

15 82) 2 - (3 - (2 - (5-^f^-2 - (3-FV7^n^ h^y7xx 
;w) **yr*/-fi'-4-4 ;i/) x^y) 7x-A/) SK^f;i/x^f;K 

83) 2- (3- (2- (5-*f-^-2- (2-I«'J7Wnn^y7xx 
;w) ^-^r-9-V-;u-4 -4 fr) x^-» 7x-^) ftS , >f^fji', 

84) 2- (3- (2- (4-^;w-2-7i-;w**-fry*-Ji'-5--f;i') 

20 xh*v) y^-fr) gf=B$ • ptf-^iXf IK 

85) 2- (3- (2- (5 -^f-;U-2 - ( 3 - h 'J 7;l/* n ^ h * v7 x - 
A') t^V-)^-4-4P) x^y) 7ixjl/) gf=& % 

86) 2- (3- (2- (5-^f-;U-2- (2-hU7;V^D^ ^y7xx 
A') ^•^•9-V-;U-4-W;l/) X^y) 7xXJl/) 

25 87) 2 - (3 - (2 - (4 -*?-rt>- 2 -7x-^^fV-;i/-5 ->f ;u) 

■C* * ft *<7>$6B 4 |B«0^^»o 
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Sequence Listing 
<110> 0N0 Pharmaceutical Co.. Ltd. 

<120> Carboxylic acid derivatives and medicines containing the same as the active 
ingredient 

<130> ONF-2923PCT 

<150> JP 10-058444 

<151> 1998-03-10 

<150> JP 10-087560 

<151> 1998-03-31 

<160> 3 

<210> 1 
<211> 85 
<212> DNA 

<213> Artificial sequence 
<220> 

<223> Enhancer sequence including 4 times repeated Gal4 protein response 
sequences 

<400> 1 

tcgacggagt actgtcctcc gcgacggagt actgtcctcc gcgacggagt actgtcctcc 60 
gcgacggagt actgtcctcc gagct 85 

<210> 2 
<211> 9 
<212> PRT 
<213> Unknown 
<220> 

<223> Nuclear localization signal derived from SV-40 T-antigen 
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<400> 2 

Ala Pro Lys Lys Lys Arg Lys Val Gly 
1 5 

<210> 3 
<211> 9 
<212> PRT 

<213> Influenza virns 
<220> 

<223> hemagglutinin epitope 
<400> 3 

Tyr Pro Tyr Asp Val Pro Asp Tyr Ala 
1 5 
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